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TITLE 



BRAIN PROTECTIVE AGENT 



ABSTRACT : PROBLEM TO BE SOLVED: To obtain a prophylactic and therapeutic agent for brain 
edema, cerebrovascular disease or cephalopathy having low toxicity, brain protecting 
action, excellent safety, brain transfer, metabolic stability by making the prophylactic and 
therapeutic agent include a specific 1 ,3-azole compound. 

SOLUTION: This prophylactic and therapeutic agent comprises a 1,3-azole compound of 
the formula [R1 is H, a (substituted) hydrocarbon, a (substituted) heterocyclic group, a 
(substituted) amino or an acyl; one of R2 and R3 is H, a (substituted) pyridyl or a 
(substituted) aromatic hydrocarbon and the other is a (substituted) pyridyl; X is S, O, NR4 
(R4 is H, a hydrocarbon, an acyl, or the like)] which is substituted with a pyridyl group that 
may contain a substituent at least at one of the 4-position and the 5-position and may be 
N- oxidized, such as N-[4-(4methoxyphenyl)-5-(3-pyridyl)-1,3-thiazol-2-yl]acetamide. A 
daily dose of 1 ,3-azole compound is preferably 1-20 mg/kg body weight as an injection. 
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;U*-/k (42) tf/WSATSy, (43) Ci. 6 7A* 
^-tf/M^ATSy, (44) c 6 . 14 7 U Atf 
^AT$y, (45) C 1 . 6 7/U:J*y-#;M<-/l/7S 
7, (46) C,. 6 7^^;W*-^75y, (47) c 
$ -i 4 7y-^;^*-^7$ A (48) Cj. % 7t\/^ 

(49) c 6 . 14 7U-/a;$a-K- 
a** A (50) c 1 . 6 7^3^y-^;^-;^ d f 
A (51) *y-c 1 _ 6 7;^^-#;PA'* 

A (52) i J-C l - fi 7)V*)V-*))VJ<,*:4 )VJ[*y, 

( 53) * y -XJ3A'- c 6 . 14 7'J -;A #;ua'*4 
df A (54) ^3f-yAM-*A (55) Cj-eTiWf 
/k C 6 ., 4 7U-;K Ci-eT/Wf^-^^W?^, 5 

&i a 1 ojtimgftsawu*** va^stm&a 

^«7 5 / . ( 56 ) 5 &v a i o m^timmmmm 
(57) w*taiffu ) x'fo&mm < 2 ) 

ffitfflL ( 4 ) R»(4 ( i ) *3RS7. ( i i ) 
l5r^L5ffl-e<i-fn#UT^TfcJ:^Ci- 6 r^ 
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/k c 2 - 6 7A7--A c 2 . 6 7A*f-A c 3 - 6 yyn 
Trt^/k C 6 . u 7V-)\sXliC 7 - l6 7y)l>*)\sXli 
(iii) JfflftSS: l*v^t5fflWrLTV^TtJ:v\ ft* 

I) 1 &v A 4 tto^x p^St-^O 5 &l A 1 4 5%£ 
3£ ; RHZfcmW.J-X&Ci-eT^l ; RtfR'tt 
(i) WyS*l*V*L5fl«iWfrlyavC«>J:V* 
Ci. 6 7;Mf;k c 2 . 6 7;P7--;k c 2 _ 6 7A*-/k 

C 3 - 5 y^D7^/k C 6 . 14 7'J-^X(±C 7 . 16 77 
/Mr^Xl± (ii) SJSSIrl^tA5ilWLTV^tJ; 

hM\ftlh 1 A 4 i^foff 5 A 1 

4««*aarca*iiE ( 3 > tm^imrhmi 

(5) R^'E^SSrWL-C^TtiV^SyS-C'^S 

fluiE ( 2 ) immmiMm. < 6 ) r> a*a : - (c = 

0)-R5 N -(C = 0)-OR 6 . -(C = 0)-NR 
5R6. -(C = S)-NHR5 Xte -S0 2 -R7 (i^ 
OE*i«E (3) fcH*****) -cmtihTis'fr 

£ixiz2m%ix^xi>£^7$.smx'fo&mi 
< 3 ) iBto&fmnm. ( 7 > ri#5$ : -<c=o) 
-R8 xti -(c=o)-nr5R6 (^4"^ie-^{iMie 

(3) fc|5lSi§£*rf) T'^$ilS7^SrlX(42<i 
*LTWtfcJ:v*T5 flfie ( 3 ) fSOO^Ki 

mm. ( 8 ) x*qgnia^-c*ft»iE ( 2 ) taiw 

( 9 ) R 2 LT v fc i ^ t U 

-Jivmx'hhmti ( 2 ) iBK^fBKasffl. ( 1 0 ) r 
me < 2 ) fea^^i&sBPL < 1 1 > r 1 a** :• - (c 

= 0)-R5 X(4 -(C = 0)-NR5R6 (^^^12^4 

frie ( 3 ) tusasr^-r) •C'a§<il.7y;l-Sr 1 Xt4 
2ilWUTv^-Ct<);v^75yS; R 2 *A 1 . 6 7^;k 

mtfK%wmmzi%^L5m\sX^xi>£\^)i> 
jum-, RH^uyyw.'f. >w?yfoZixx^xi>x. 
vA!. 6 7;^;k AD^"y-fb$nTv^tcfc^c 1 . 6 7 

5®$LX^Xi> =tV^C 6 . 14 7U-;PS ; 2MXX*qS* 
H^TftilflE ( 3 ) fEfWR&teSeai ( 1 2 ) Ri 
(i)AD^if, AoyyftSii-cuTtiv^c 
,. 6 7^;k ^;^^->-c 2 . 6 7;^-;k )\u?y\t 

^*-;p-c 1 . 6 7^3#y. hHodfy. 75 y, 
ty~xiiy-c,.,TA^f^rsy, ^;^'^y. c 
,. 6 7;i^3#y-*^-;k ty-xti^'-Ci^^ 

df^-^;W^-f ^MC 6 .i 4 7 'J -)\>—t))V#-)V7 
$ y tpt>M&ti& mm%£ ffl|**l«L* LT 

^tti^c,^ 7)V*>vm . c 3 - 6 y y or;^;«x 

{4C 6 _ 10 7 1 J-^a, (ii) 5SffiS^a, (iii) 

(l) c,.,r;Wf/k (2) c 6 _ 14 7U-;k (3) c 
7 -ie75;w. (4) 6mmmnmm (5) ^v?y 
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if c , . 6 Tfr-3*is-iito#=iMfi hmimi smmz 

l J Srv»L3»tii'Wi*Lrv^TtJ:v^c 1 . 6 T/Wr^ 
6-H T 'J -A—#/l'#-/k C 7 . 1 6 Tv)V*lV-ij)Vi& 

Ha*m*^sK-/i^4)atr<i4 jBiOiS: i x« 2 aix 

ti (6) V-C^TWVT 5 y-Cj.eT/MfU-f > 
fc^LTWCkivvrsyil. (iv) Ci-eTA^A'- 
^;W^-;PX(±* * V T*BJ$ ZtlX v ^ i J: v > 5 Xli 6 

s^r#ft!*K7 $ y&xtt (v> ^mwe^s: r*# 

vrcvifc^VUfySM*; R 3 A>'Any>-jgr^ Cj. 3 7 
/Mri^-y^K Ao^wtsivcvvri iv^Ci. 6 
7/M-;k ^^^c 2 . 6 7;^-;w. AoywtS 
<iTv^TfcJ:v>c 1 . 8 7;P3^^» bHndfx. c 7 . 18 

^c 6 - 10 7'j-/ns (smat ixmm?h2m<o7)i 

«kn) ; &tf XjW3W]H ; PC**firE ( 2 ) IBf^K 

[0007] *U«t>t>. r 7y/«j fc UTtt. mi 
-(C = 0)-R», -(C = 0)-0R5. -(C = 
0)-NR 5 R s , -(C = S)-NHR 5 Xli~S0 2 -R 

■* (it*. RHtfrmw,?. mmttix^xMw 
fcfcmmximmmziiix^xhx^mmwm. r 6 
ji**ro : FXttc 1 . 6 7/wf^. Rnmmmztix^ 

X i> X v «7ki»KX(2K$«£* LT J: v « 
) T«S*i47^l«S8E* I Jj«f til*, ff 
ISst*. R 6 t'*§iil, ra^^^tTUTtiV^ 
j co r^k**S j fc UCte. flditf, H«X 
ttllttllMbicXS <W, 7;Mr;k 7>l^x/k 7;Mf 
y^or/^/k 7'J-/k 7t7M^) 

7°ot°/k 4y7'ntVk /f;k 4y7*f-/k sec-7* 
tert-7*f-/k ^y^-;k 'vfrS^Wf) 

U\ l"7;^-;l^j fcLT(i. tfUtf C 2 . 6 7/k>"X 
^ (Plill t'x/k 7>J/k 4y7Q'*ryk 1-7" 
T-;k 2-7'r-;k 3-7'r-;K 2-^^-2 
-7°D^;k 1 -^-f;U-2-7o^-;k 2-7>f- 

tLTJi. muic 2 . 6 7)v^~)v (mm. xf-x 

;k 7"cvW4frk l-7>-/k 2 - 7>-;k 3- 
7f-x;k l-Mx-^JWffSL^. r^^o 
7/M-;k fclTti. mmc 3 .^9u7)V^>v m 
Hi, y;n7nt;k y^nrf/k y^n^yf 



IT14. 0!itfC 6 .i 4 7'J-;W (Wiif. 7xX;k 1 
— **7*7k 2-77*7k 2-tT7x-yyk 3-f 
7i-'J/K 4-h'7x-!);K 2-7>^'J/W|f) * 
*W4U\ <"75;^/Pj fcLTti. WitfC 7 . ie 7 
y)V*)i> (mm. KVi/)V, 7a*f;K jy'7xX;U 

l-t7f/Mf;K 2-77f-;Mf-;k 
2, 2-^7xX;Uxf-yK 3-7i-/^nt;k 4 
- 7 x -^7f-/K 5 - 7 x x/^yfvM? ) «A<ff t 

[0 008] R*X'7jkZtl& rwmmttLX^Xi>£ 

>[s*\s>i;**i/ (M. xj-uyiSttis. x-^-vyj 

J:v^Ci. e 7;Mf/P. AD^y-ft$ixTV^Tt«J:v^c 2 . 6 
7/l^-;k */^yC 2 . 6 W-;KM> 2-* 

WJfyIf-;k 2 2 fJl/Xf- 

;WP) . ^ayyit^tiX^XhX^C 2 . 6 7)^~ 
twyyitZtiX^XliX^Cssis ?u7)V* 
;k Cj.uT'J-ZKR 7x-;k 1-77^. 2 
-77f-;P, 2-t'7i-U;k 3-t'7i-'J;K 4 
-t'7i-'J;K 2-7y*V)vm) . Aay^b^ti 
TOTtJ:V^C 1 . 8 7;l'3*^, C 1 . 6 7^3 d f^-^/P 
^/P-d.67^3^^ (M, xMi/*W{^ 
^-;l/^drv^) . fcKodfi^ c 6 . H 7'J-;^ d fv 
(R 7x-^df^ s 1-77^-^^fv. 2-77 

oyWt^iXT^Ti ±V»C 1 . 6 7/l^f-^5r. C 6 . ]4 
7U-^f-^ (0L 7i^W. l-f7f;H-ts 

tf» Ky&w-*. 7x.*i-)H-*W) . 757. 

-Ci. 6 7;^^757 (M» ^^75 7. xf-/P7 
57^) , ^7-C 6 . l4 7U-^7S7 (flk 7x-^ 
757. 1 -77f-;U757. 2-77f-;l^757 
«) . ^-C,. 6 7^^7 5 7 y7f^75 
7. yxw$/. xf-;Mf-^7S/*) , iy'-C 

6- h7'J-;P75 7 (R y'7xx^7$yf) , 

7- fef-;k 7°nt°^x;^) N c 3 . 6 y;nm/l'- 
^;UKx;K0lJ, v7Q7°nf;^;^x;K i^?CK< 
y^)Vi])Vi^—)V. y^n^yi^W-lH) . C 
,. 8 7^3*^- ^;U^x;K^ ^h4f^;^~ 
A', xb^>-^;ktCx^. TaHH* i s1tMSi=&* tert 
-7Ky*;^x;|^) , C 6 . M 7U-;U-^;lr^x 

;KM, <//^k l-77M;k 2-77h-f;k 
*) , C 7 .i 6 77;^^-^^x;U (05, 7xX;U7 
-fef-^y. 3-7x-;P7ob°>j-x;^) . C 6 . l4 7'J- 
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i;';M-df s^M*— rt\ 7 x *^/M-3f i/titVi£—)V 

/k ^7xrjf-74/k 7V-f/k 7D^;K *;W«U 
7#/W*x;k f-tft/kfcy 7#/M<x;k tT^^'y 
- 1 -^f^;l/iK-;K to V W- 1 -- f 

t)VJ^4>vm) . ^y-x(i^-c 6 . 14 T'j-^-* 
xh : j- 5xu6nmmm^^^ ^ 2 -try 

'JyM^^^k 2-focryfc&/l,V'«E-f;k 3- 
fa^/k^/V^/P*) . Cj- 6 7;k*;kX7k*x/p 
(WL 7^7kX^*x;k xfvkx;W5i?-jWp) , C 
6M4 7U— ;kXA'5fcx;M0i* 7i-;W/P*-/K l 
-77f7kX/k*x/k 2-1~7^)VX))s*-)VW) , 

^5^75 c , - 6 7^* #;k*x;kr 5 7 
(M. r-fef-^rsy*) . c 6 . H 7'J-;i—#;k#x 
/k7$7 <yy</i/7*$7, 77M;kr5 7 

*^#/ktfx;l/7$7, xh*;/;fr/ktfx;kr$7. 7" 
D*f^ x#/k*'-/kT 5 7 . 7>^5/^;l/^x^T 5 7 
, Ci. 6 7;^;W7x^x;W7S7 (flL 7fVk* 
/k*x;kTS7, X^/kX;k*x;k7$7IS0 . C 6 . 14 

$7. 2-77^;kX;k*x/|/7$7. 1 -77^7kX 
/kfcx;k7$7^) , ^ 7-Xiii< ? -C 1 - 6 7/kaf^- 

j^*) . C 5 - H 7y-;k-*;^-W^y («L ^7 
y-f/Wsf^^, 77^/k#;k*X/k*df>^) , Cj.6 
7/k3*x-#/k1<x/M-af>' (fl, ^hJfy^l/^ 
/ktdfK xhdfv^;^x;P7j-dfj/, yvK*i/ti)V 
X-jV**^. 7h*^#;ktokJ-*xt£) . ty- 
c 1 . 6 7M^/u-#;k^;kt d fi'' yf-;k#;u 

c 6M4 7y-;P-#;i^4/kH-S' (flk 7i-;W 
/w*fc>f/k*dfS^ 77^k#;WN**4/kt*^) . 

L7HftS«tR7 5 7. 5&^LlO!^#J&*g5gg?a 
(W. 2-flz/K 3-fX^;K 2-eUi^k 3 
-tf!)5>/k 4-eUS^;K 2-*7U;k 3-*7'J 
/k 4-*f7U/k 5-*7D;k 8-^f7U;k 1- 
4y*y>J;k 3— f y*7U;k 4--f7dr7U;k 
5-4V*7'J/k l-4»*y;k 2— f7H'J;k 



3— -f7FLI/k 2-<7V>7V'J;U. 2-^7V 
[b]fi-;K 3-<7V [b] f-xx;k 2-<7 

y [b] 7 7-/k 3-<yy [b] 77-/^) . 7 

[0009] line rMOT-'y-ft^^T^Tti^Ci.e 
7/W?;ki fcl/ttt. Witf lfrnL5flL »*L<(i 
l&^L3®7)Anyyjjj^ («, 77*. A 

(flk 7f7k xfvk 7*ot'/k -fyrotVk 7f- 
/k yyf-A'. sec-7'fvk tert-7^, ^7f- 

;no>f^, i/7;W^-n7f-;U. hiJ7on7 
h'J7;l/^-n7f-;W, xf-;u N 2-7ntxf 
yl^. 2, 2, 2 - h 'j 7/M-oxf-;k ^y^7^n 
If;k yot/k 3, 3, 3- b^^DTDh' 
/U. >fyrot/K 7*f-iP. 4, 4, 4-MJ7;M-o 
7^-;U, -f V7*f-4^, sec-7^, tert-7f-;U, ^7 
4 7^7^-;l/, ^^7f-^. 5 , 5 , 5 - h y 
7)V%w<yi-)V^ 6, 6, 6-hD7;^ 

Ti>ctv^c 2 . 6 7^7--^j Witfl^L 
5fl. i?£L<lil$:^L3®0;NO7-'yjgr^ 7 
•y*, SX. H*. 3>7*^) Sr^tT^Tti^C 
2 . 6 7^7-^ (^J. t'x;p, 7"o^.-;k, 'fyro^ 
x;k, 2-7r7- 1 --Ok 4 -^7r7- 1 ~-i 

ry\oy7-ft;$iiTV^TtJ:v^C 2 . 6 7^x;|/j 
Tti. «i«fl*^t5«, if^L<(il^v^L3fflcO 
Anyvff (flf|, 7«y*, SX, AX. a^X^) 5r 
#LTV^tiV^C,- 6 7^-/P (W, 2-7>7- 
4-^7^7- 1 -4 ;k 5-^^-7-1 
->f;W¥) **«J«f <?>*ift. tulB rnny7-fk$iitv^ 
•c^> c J;v^C3- 6 >-7o7;^^;^J Mitfi* 

o7f-;k y?D\yf;K y?DMy^f)f«^ 
{f^iil>. mWtlXIZ. y?D7oe;K y^uT* 
yy'a^yf/l', ^n^df^/k 4, 4-v7 
nny?o^y^, 2, 2, 3, 3-f h77^a 
y?n^yf;K 4-7noSx7n'\^>-;^3!)^f4> 

file r wyyitztLX^xb^Ci.sTfis? 

V^L3ffl<0^oy7ffi^ (W, AX. 3 

T 75PI) **LTV^iJ:V^C 1 . 8 7^3^>' (W, 7 
hdr^ N xhdfix s rn^df^. ^V/o^y, 7h 
dfx, -fy7'bdf>-, sec-7hdf^, ^>^-/M-df>\ 
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Mitif^h^f^ ^'7/M-oy is. by7;M"oy 
b^r^. Xh^fv, 2, 2, 2-b'j7/M-nxb* 
v. 7'D;K*y\ ^V7UfJfy, 7b*K 4,4, 
4-by7;M-o7>*y\ 4V7*b*>\ sec-7>* 

is. ^yf-;M-*K ^^Psr^s^ljWWfftft.*. 

L3flW\oyy*^(fll. 7 7l JIS. 3? 

4 , 4 , 4 - h U 7WD7fyl'ft, ^.V^)Vtt. 

[00 1 0] huIE r Si2£3rL-OvCiJ:^5&^L 
7**M&»R75yj CO r5&V^7*ttfn»R7$ 

(c. s*ik^ awK^at^BBRM^^awf^* ix 

5&^L7*S&«iI«7$y#W<^U *ttWfc LT 
(i. fD'Jyy-l-f;K t'^yy'y, 

7*try-l-4/l^*W4>*l4. K r B$«£3TL 
TVvriJ;^5$rv>L7*l&*«ltR75yj O 
Xj t LTfi, «itfc,. 6 r;Wp;w (WL *f-/k x 
f-/k /n&K ^V7nt;K 7>;k -fV7*f-;k 
sec-7'f-;k tert-7*^7k ^yf-;k ^v-jHf ) „ 
C 6 .»7'J-;KR 7i-;K l-t7f;K 2— t 
7f-;k 2-t'7x-'J;k 3-t'7i-'J;K 4-f 
7x-'J;k . c,. 6 r;^^-^ 

)\,#-)V 7-fef-zk 7Dt*-;l^) , 5&uL 
1 0*3rSBs«*8S£ (flL 3-f-xx 

;k 3-eys^k 4-trus/;k 2- 

*yy/k 3-*yy;k 4-*yy/k 5-*yy 
;k 8-*yy;k l-fv^/^k 3-^y^-yy 
;k 4--fyjfyy;k 5->fy*yy/k i—ivY 
y/k 2— ^>Hy;k 3-^yKy;k 2-^yy> 
ryy/K 2-wtb]fi^, 3-<yy 

[b] fx-;K 2-^yy* [b] 77-ik 3-<y 
V [b] 7 5X/WF) . ^yfiW!5:uL3*l« 
ill.. 

[0011] R 5 -e*§ft& rsmS$r*tTV^ict 
tvj«£9R£j <7) rftsagj fc LTJi. fltttf. ISmiM 

1X1428, l55rV^4flH^-rolK^^tf5*v^L 
14* (JH9I, 2SX(23S^)«S«. »^L<{4 
(i) 5&UL14* (#4L<M:5$r^Ll 0*) ^ 



. < i i ) 5 fro L 1 0 ft?l3ffilH%X3IXf i 
(ill) 7 fro L 1 0 *ftX$fit3l*>&£Sa 1 MCD* 

fgm?£i&vvcT'#i>iffio^aw4>fti>. ±ie 

r5&otl4* (#4L<ii5&^LlO*) m% 

mmms tixa. mix* i-*7*>. <yy 
[b] f*7xy ^yy [b] 75y <vxi $y 
y-/k ^yx*4f^y-;k ^yyf-ry-;k <y 

XAV^TY-)K t7b [2, 3-b]f^7iy 
75y t*o-/k -fS^Y-zk e?V-/k t'Jy 
y. t^y. ey^y'y, tyyyy. -<yh*-/k 
W y >f y H -;k l h - >f y^y'-;k 7'jy 4 h - 
^/'jy'k -fydf/yy, vjy 7^^^'y. t 
7fjy>, Jf-y^yy. *+v\)y. ^>;v>. 

ilW/—)V. ^-^'Jy 7ityb l Jy>, 7 

^yyy. 7xfy>. f-rv-zk -fyf-rv— ^. 

7x7f7y'y, >fy^-9-y-;k 77fy, 7x7 

liUSi) *»l*v^La»ffl (»*K«ilXtt2«) <r> 

ifiWf $>tih. ±IB r 5^L1 0*^#K^Sj 
tLT(i. Witf, trpy^.y. >f$^yyy, t9V 
•jyy, h°^yyy. txyyy, e^y'y, 
yy, t^tM'jy, y**ih/-;k ttViSTY 
yy. f-rswyy. hyryyy, f-rsw- 
;k ^f-7y*-;Wf*<*tf<5.ii*. ±ie r 7^v^ti o 
HffiRSWRj i:tTJ4» 0!i.lf, ^f^^yy'y, 7- 
7t't*v^ o [ 2 . 2 . 1 ] ^7"^ y«**»{f 4>ii4 . 
[00 1 2] HE ra^SSj fc UT»iL<(4. 

$ts5%^l 14* (#4L<(45^r^t 1 01) <0 
(42-^xx;k 3-f-xx;k 2-7>J;P. 3-7 'J 

2-ey^;k 3-eys^/k 4-b-yy>. 2- 
jfyy;k 3-*yy;k 4-^-yyyk 5-*tsv 
;k 8-4fyy;k l-^fy^yy^k 3--fy^yy 
;k 4-^y^yy;k s-^y^yy/k e?y- 
;k 2-t*ySv ! x;k 4-eys^*x;k 3 -toy 
;k 2— f 5^/y;k 3-try^*x;k 3-^yf- 
7Vy;k 3-^fy^^yy/k i-^fyb*y;k 2 
— fyh*y;k 3-> fyh*y;k 2-<yy'f-7yy 
;k 2 -<yy [ b ] fi-yk 3 -^.yy' [ b ] f-x 

x;K 2-<yy [b] 77X;k 3-<yy'[b] 7 
5x;i48^5f#»ia*aa, l - to y ^x;k 

2 - to y v-;k 3 - tro y ^x;u s 2 - >f 5 ry y 
x;k 4->rsyyyx;k 2-t-7yy>-*x;k 3- 
t^yy^'-^k 4-f7Vyy'-;k f^.y^'y. 2 
-t'^yyvk 3-e^y^k 4-h-^y^k 1- 

^7y-/k 2-^7^-^, ^E/^yy, f-:** 



miitil 1 Sr^ L 3 ffl^r.DJI^ i %ts 5 Xt4 6 H 
co«SIS«l?#Sa!?*U\ JW*a<j£(2. 2-f-xr. 
/k 3-fI-/k 2-t''J^, 3-h°'J^. 4- 
hf'J^k 2-7'Jyk 3-7'J/k KJiS-fV. 2- 
t°U5^-;U. 3-t°oU;k 3-ty*"5*i/k 3- 

.-fyf-rvu/k 3— f y^irvy/K 1 -troys; 

x/k 2-tfnUS^=7k 3-enyi/x;k 2-4 5 
^/yx/k 4->fSyyU-;K 2-tW'Jvx 
/k 3-tr5VU ^-/K 4-tT9V'yi ? -;k tyoj 

/k 1 - x'x/k 2 - y'x/k *;kfc y 
A ^tt/kfcyy^aW Mi*, g rgj^s^^t 

£l=flr^L5ffl, *F4l,<ttl$rif*L3«firLTVvci 

[00 13] R«-C*$ii6 rc,.,r^*;Uj fcUT 
(4. 0fl*.J4\ ;><f-/k xf-;k 7°nt7k -fV7Dt 
/k 7"fvk 4y7f-/k sec-7^-/k tert-7*f-/k 

^y^/k ^^/i^aqjstf R 7 -e*$ftl> 

ttLx^xhximmmmi tixiz. mumtiR 
sx-^ztiz rw®mz^ix^xi>£^mt*mmi 
.rv rw&mmix^xhx^mmmi #*ti?ti 

WfbtLl. iJEft-^ft ( I ) r 4fiX(4 5fi 

co^S: < £ aHS» Sr* LT we t J: U : J 

>mxwMZtLfz i , 3-ry-;Wb^ftj co r 1 , 3 

-TV'-Mt^s blXtt. mUfl, 3-f7V- 
/k 1. 3-*#1h/-A\ 1, 3->fS^/-;WW» 
W&*t£>. II r4j2X(45{2^-^< fc K 
«iSSr*t-Cv^ttJ:^e'J^;^-CB^$^l , 3 

S>>kl CO rffiftgj fc LTJ4. ^Ji.{4'HuieR 5 -C-^$ix 
4 r«Mlt*tT^T(>J:v^JWbic«aij co ra$ 

[ 0 0 1 4 ] tt r tf U ^PS j (4, Witf-hiEiESIS 
*. »AHIPWtti»ci*^l,5flL #2L<«l3rn 
L3fflWLT^TtJ:<. H$XIW2Ma_bO*§-g\ 
#S^at4|5l-X(4^oT^TiJ:Uo ttl. U r t° 

u^uaj (TaartaaRjs^ii. N-**~/Mtztix^ 
-rv-Mt&ki tt, Hte. i$rv>L4ffl. U< 

{41^r^L31lOMma&^LTUTtJ;^. aSiaifc 



0) )00-302680 (P2000-3 0JL8 



[00 1 5) m mmmttLx^xi>£^BHt>m 
«j auf rwMmz^ix^xhx^mmmms tlx 

(4, 1?IER 5 t'^$ix-i» raaatWUTV^Ttiv^lR 
itfrmm j SIX raHft»S:WL"Cv^tiv^«3aSlj 

T$y«jfcLT{4, ( 1 ) lXt4 21l*LT 

^xt^TssgRV (2) mmmmix^xi>£ 
^mttT$.;mtimft>tii. ±ie ( 1 ) <r> rg^s^ 

m&gmix^x i> Ti/ivm, a 

JftiE UT v^t t> J: \^7)V* 'J ^y^^W^ii 

c7)to*>-en-eiiw^fii,o m rmmmz^tx^x 
i>£\iiTfr*VT>&i <v T rns*VT>&j tlx 
(4. mufCi-eTj^ory (mix. *+v?>* 
x+wv* 7ot'jf>f) mmihtih. u ra 

®&ttLX^Xi>£^Tfr*VT>mi <D ra^Sj 

£LT{4. HuieR 5 T-^§#i* ^mmm^ix^xh 
5M* #*u<tti*v^L3WjfcW4>*i6. ±ie r aii 

»^lX{4 2«LTV^TtJ;ur5ySj «0 raJS 
Sj *>'2fflc7)^. ^K^ttH-Xtt^flrot^Tt 
«tv\ -hlE (2) CO r{KIS*^rLT^Tfc it^SKT 
5 (0 rfl#c7$ySj t LT(4, lffl^BaROK? 

4>»f*i4 1X{i2S. l^v^L4ffl^ro^^-ir 

^xi>x^5%un mmmmmr s y 

if £*u ftftCTfc LT(4. trnu i^'y- 1 
•j^v, e^s^'y- 1 ->f;k *;^yy, 

1 2, 3-vb Hn- 1 H--f 5^y- 

;U-l->f;K rh^t Fo-l (2H) - tUSv'x 
;K 3, 6-yhKn-l ( 2H ) - S *J-)V, 
3, 4-y'tHo-l (2H) -tfU 5^-/W»«Pf 

rgj^^tTv^t iv^rsysj co 

ramaj fcLT{4. Mitf, H«iieR 5 T-*$ii§ 

co rgJiSj hlalttcoico^l^^h 

3fmmmtt7$smcoMfomt ixi±. 2-*^y>f5 
^/y^>-i->f;K 2-^y-2, 3-yth'n 
-1H-' f sry-;l/-l— f;u, 2-^Vfh7t 
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Ho-l (2H) -eys^-yk 2-^^fy-3, 6 
-y'tf'n-1 (2H) -f'J S >'r.;k 2-**V- 
3 , 4-ytFo-l (2H) -f'JS ^WtfWf 

[0016] its® ( I ) *>#i U^Jt tt . 

(la) j&W&flS. -fL-^ft da) tztemi , 3-7 

y-iucoffif&m? tlx commute, N-sM^wt 
it. ±e<fc*» ( i ) trnmrnttx^ix^x^x^ 

"C**. 5!fcffiU<tt. 5^: -<C = 0)-R«\ -(C 
=0)-0R\ ~(C = 0)-NR 5 R 6 , -(C = S)-N 
HR5 Xii -SO,-Ri (*f, 4H£9ttfflEJ:RS 

tJiV^TSy*-?**. »fc#4 t<(i, 5£: -(C = 
0)-R» Xti -(C = 0)-NR5R6 4HB#»4 
B»IBi:R««Sr*1-. 3 TfltFiliT^* 1X(±2<I 

* lt & x v s y arc & § . 
[0017] R 2 xiiRn'*ztiz> rwmmz^ix^ 

Xh£^WJ>l>mj tlXli. ±3£ft.&fo < I ) #9. 

j&gfc lt^tltus ^mmmi^ix^xhx^fv 

1 4«^JHfeUJi»^^8ll* ( 2Xii3ii^) 3r#J&£ 

fcfckmmifimftiiih. tnmmtix. mm 

7i-;k 1— *-7f-Jk 2~77f-;k 2-t'7x- 
>J;k 3-t'7i-'J;k 4-b'7i-'J;K 2-7> 

l/ttt, W;cffiiyfSR 5 ?*$ii& rg^^^tTV> 
TfcJ:^ftft**Sj <0 r BJHISj t|3|«c7)t^ l^ 
t^L5ffl, Jff*L<ttl«f^L3flPWf4>*l4. EJUS 

V^TtiVV 0Hfrr*2ffltf>B*SH:4 3:^1,7 
S^SmK^^ffMLTiiV^ ff*L<(25JI# 

[00 18] RWR 3 cD-7f#\ EflUSSrWLTVvc 

t, j: ^ t° u ^vrnxummm^bx ^xhx^ ^ 
mx'hhifr&mti^. RHmtt<te. mmm* 

GlX^Xi>£^W itfl&X'h h> RmMtKli 
Wm*1ilX^Xi>£^C ls . li 7V-)l> (tt&Kli 
7x-mC 6 . 10 7 l J-/^) X'bh. XX-mtLl 

rffltZtiX^XhXiimm*! tun S, s 



o. sotWWfbtii. R'x^tih rmm&tti 
tnztih rw&m$:iiix^xh±^gn\ymmi tm 

rorfciVHWK^T**. J8fclF*L<tt, ST* 
6. 

[ 0 0 1 9 3 it&Vi (I) +. R'tfaftSfc^l/Ovt 

iinrsys. »*L<«^yTvyi-T5ya; r 2 
xiiwmttix^xi>£\mmimkfc%£. m 

0)-R5 XI5 -(C = 0)-NR5R^ SSWi 
^tTV^tiV^TS/aS: R*36 t C I . 6 TA'*;lr, tK 

KZ>Wm*\%^L5®%lX^Xi>k\^) : J)V 
3S; R*#t\ayvw?f-* wy>fcZtlX^Xi> iv^ 

LT V^T t J: V ^C 6 . j , T U -^S ; RtfXtfSX'h 
htt&imX'hh* ttz. R 1 ifi (i) AatW< a 

c 2 . 6 7^y-;K Aoy>"fts<iT^Tt i^c,. e r 
;k * y - Xt± if- C ! - 6 7 )V*)V - # yUA*q& 4 ivmS- 

c i -^7v-)v-*)vx-)V7^;t^m.tihwm 

*l%^L5mZtl?tUtilX^Xi>£^C l - tl 7)\'* 
<{iC 6 . 10 TU-;U) . 

[0020] (ii) 5mmmmm. an) (i)c,. 6 

T/^;k (2) C 6 . 14 TU-;k (3) C,. 16 77M 
/k (4) 61^*if2SRV (5) AnyyJK^, Cj.e 

7/Wf/k Cj. 6 r;i/3df->- N *;p^dfxat/Ci- 6 r;i/ 

34f ^-*;k-K-;i^»4,g!Jf<isa«aiS: 1 ^^L3{@ 

;k C 3 . 6 y?n7;W-*^-f-;k C 6 . 14 TU- 
C 7 .i 6 T5^/P-*;^— /k C 

i - 6 r iv* iv- ijivi a tvxa 5 h h 6 issai 

^;k-K^Wpfejg{f*isaSIS* lX«2fflX(i (6) 

c, - 6 7>v*)V7 5 y - c ,. 6 7>v* v rytt ix 
v^-cfci^rsyai. (iv) Ci- 6 7^;p-^;u^ 
;l^X(i^ V -cam § tiX v t, J; v ^ 5 X{± 6 fi#5T# 
^SttTSyiSXti (v) ^/kKdf^ag; R2*iC,. 6 r 

: sfrt>w,ftihwmz w^L3 tx^x ^ 

iJ^trUxVUg; R3^Aoy^m^-. C,.,T/WPl' 
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»m*»itt*i*^L3WUTiva*fej:^c 

[0021 ] it&lfa ( I ) W± L^mMb LTtt, 
N- [4- (4-jh*is7x.-)U) -5- (3-fU 
vVl^) -.1, 3-1-7Y-JI-2-' f/H 7-feF7S F 
<#*M1 0) , N- [4- (4-^h^y7x-^) 
-5-(4-f'J^)-l, 3-f-rv-;u- 2 -> f 
;H T-fehTS F (##W2 3-6 4) , N- [4- 
(4-^ hdfx7x-;P) -5- (4-¥Vis>l>) - 
1 , 3— UV~\ 7u\Z*>7\ F (# 
#$123-37) . N- [4- (4-^Hy7i- 

-5 - (4-t°'J^) -1, 3— 
—OH -2-^f;l'7at;^y7i F (###J2 3- 
105) . N- [4 - (4-^Ky7x-^) - 5- 
U-fJi^) -1, 3— ?TY-)V-2-4)V\ 7 
^;l/7$F\ N- [4- (4->Ky7i-;P) -5 

- ( 4 - h" 'J i/)V ) - 1 , 3 -f-TV-;W- 2-A)V} 
OX7S F (##0fl23-38) . N- [4- (4- 
^ b^y7x^) -5- -1 , 3- 
^•7V-;P-2->f;H -3f V7i P (##002 3- 
1 0 1 ) . N- [4- (4-^ h^rv7x-yl/) - 5- 

-1, 3-^-77-^-2-^^] - 
N ' -xf-;U»7U7 (##W23- 1 5 6) . N— [4 

- (4-* h^y7x-/l') -5- (4-h'U^P) - 
1, 3-f-7V'-^-2-^7H -N' -rntW^U 
7 (##002 3- 1 08) s 4- (4-^Ki/7x- 

;u) -2- (2-3f^y>f srvuvy-i— f;H - 

5- (4-h''J^) -1, 3-f-77"-;P (##002 
3-222) , 4- (4-*F*>-7xX/U) -2- 

( 2 - V - 2 , 3-^'tKo-lH--fS /y-;p 
-l-4)V) -5- (4-fJi^) -1, 3—f-TV 
-A\ 4- {4-*\-**y7 J.-H) -2 - [2-^df 
7rh7bh'n-l (2H) -t° 'J*y-;H -5- 

(4-t'Jy^) -1, 3-^-77'-/k 4 - (4-* 
f#y7x-^) -2- (2-^Vtn'Jy>-l- 
A)V) -5 - (4-fU^P) -1, 3-^7y-;P 

(##0023-1 1 5) . N- [4- (4-Xf-^7x 
X/P) -5- (4-fUi/VU) -1, 3-^7V-)l- 
2-4 )V\ 7-bF7SF (##002 3-1 10) , N- 

[4- (4-xf;l,7x-^) -5- (4-fU^» 
-1, 3-f-ry— f;H 7ot°^>-75 F\ 
N-[4-[4-(l, l-^f-;Uxf-;U)7x- 

- 5 - ( 3 - tf U ^P) - 1 , 3 - f-77-yU- 2 
-- f;P] 7-feF7SF (##002 3-1 72) , N- 

[4- [4- (1, \-V*1r)V3-*f~)V) 7x-;H - 



5- U-tfUSMO -1, 3-f-77'-;U-2— ^ 
/I/] 7-feh75 F (##002 3- 13 7), N- [4- 
[4-(l, \-i/**)VX.1-)V) 7x-;H -5- 
(4-t'Jy;l^)-l, 3 -^-7y-;u- 2 - > f ;U] 7° 
Of^y75H (##002 3-1 63) , N — [ 4 — 
[4-(l, l-^f-^xf-zp) 7x-;P] -5- 
( 4 - 1 D ) - 1 , 3 -JrTV-)V- 2-A)V\ - 

2- X"f)V7°xn\ZXV7z. F (##002 3-1 3 8) . 
N-[4-[4-(l, l-y7fyHf;k)7x- 
W-5-(4-fyy';K-l, 3 -f-7y-A— 2 
— f/P] 7*WT$ F\ N- [4- [4- ( 1 , l-V 
X+)VX.W\,) 7xX;U] -5 - (4-fJ>'» - 
1, 3-^-77"-^- 2->f/H ^cm^ya/Mf 
^•fSF (##002 3-1 6 8) . N- [4- [4- 
(1, 1 -i^^xf-yl^) 7xX;H -5- (4-tf 
'J ^ ) - 1 , 3 - f-7y-/U- 2 — f ;H ALyx7 5 
F (##002 3-1 64) . N- [4- [4- { 1, 1 
-5SX^AfX.W) 7x-/H -5- U-tUi^W) 
-1, 3-f-7y-;U-2--f;U] -3f>7SV (# 
#0023- 1 6 5) , N- [4- [4 - (1, 1-^ 
f-;pxf-^) 7xx;H -5 - (4-tU^>) -1. 

3- ^TV-)V-2-A)V\-W -x^;U^l/T (# 
#W2 3- 169),N-[4-[4-(l, 1 
^PXf-^) 7x-;H -5- (4-h"'J^) -1, 
3-f-77'-^-2-^;U] -N' -7nWW7 
(##M2 3- 1 7 0 ) s 4- [4- ( 1 , 1-y'^f 

/PXf7P) 7xx;u] - 2- ( 2-**V4 S^/'J^* 
y-1— f;P) -5- (4-t'Jy^) -1 , 3-f-.T 
y-;p, 4- [4 - (1, \-i?*+A/3L+lV) 7xX 
/U] -2- (2-^7-2, 3-yhKD-lH--f 
5^y-^-l->f^) -5 - (4-fJ^) -1, 
3-f-77*-;K 

[0022] 4 - [4 - (1, 1 -V*+fr*.+M 7 

1- iP] -2- [2-^^r7xF7b FP- 1 (2H) 
-eUS^'xyH -5- -1, 3-^ 
7V'-)V. 4- [4- (1, 1-v^^xf-^) 7x 
x;U] - 2- (2-^df7fn'J^>-l->f;U) -5 
- (4-t'Jy» -1, 3-f-7y-;k N- [4- 
(3, 5-y>f/P7x-;M -5- (3-t'J^) 
-1, 3-f-7y-A'-2-' f/H 7HrF75F (## 
m2 3-205). N- [4 - (3, 5-^f-;P7x 
x;U) - 5 - ( 4 - f U ^) - 1 , 3 -f-77'-^- 

2— \)V] 7-bF75 F (##^J23-1 28) . N- 
[4- (3, 5-y^f;P7x^) ~5~ (4-tT'J 

-1,3 -f-yy-;P- 2 — f;H robjj-yy 

SF (##0>J2 3-1 94) . N- [4- (3, 5-^* 
,Xf7P7xX/U) -5- (4-eU^/P) -1 , 3-^- 
TV-fr- 2-4)V\ -2->f-;U7nt^-y75 F 
(##0"J2 3- 1 95 ) . N- [4 - (3, 
;i/7xx;k) -5- (4-fU^U) -1, 3-f-T*/ 



<?L3) )00-302680 (P2 0 0 0-3 0JL8 



-/U-2-4/U] 7*^75 h\ N-[4-(3, 5- 
^f-;U7x-;U) -5- U-f'Ji/'/U) -1,3- 

(##0923-1 98) . N- [4- (3, 
/l/7i^) -5- (4-h°U^;U) -1, 3-^-ry 
-/1—2-4A-] ^yX75 h* (##092 3-1 9 
7) , N- [4- (3, 5-y7f^7i^K -5- 

( 4 - try v^) - 1 , 3 -f-rv-zi'- 2 -4 )V\ - 

3^-y75K (##092 3-1 99) . N- [4- 
(3, 5-^f;P7i-;l/) -5- (4-tfU^>) 
-1, 3-f-7V-;l^-2-'fyH -N' -xfvi^p 
7 (##092 3-20 1 ) . N- [4- (3, 
^-li-y^-tV) -5- -1, 3-f-7 

7-/1/- 2 -4 /U] — N ' -rotf/l^T (##092 
3-202) . 4- (3, S-WWx^H -2 

- (2 -3**74 5*Yy$;y-i— f;u> - 5- (4 

-eU^» -1, 3-^-77'-/k 4 - (3, 5-i? 
*1-)V7 ±-)V) -2 - (2-ah*V-2, 3-ytK 
D-l H-4 5^V-;l/-l -5- (4-tfU 
-1, 3-f-77*-/k 4 - (3, S-v^f-ZU 
7x-/H -2- [2-^yfb7tKQ-l (2 
H) -e>J5^;U] -5 - {A-\Z» ; J)V) -1.3 
-^77*-/k 4 - (3. 5-^f^7x-;H -2 

- ( 2 -^Vtfoys/y- 1-4/10 -5- (4-f 
y^/p) -1, 3-*7V-/k n— [5- (4— try 

-4- (4-by7;^o^-f;i/7x-;U) - 
1 , 3 -f-77-/U- 2-4 /H 7-fe h7S H (##09 
23-184), N- [5 - (4-tfy^» -4- 
(4-hy7/M"O.X^/k7x-/U) -1, 3-f-7V 
-/U- 2-4/1/] 7oh-^y7iF (##092 3 - 1 8 

5) , N- [5- (4-f'Jy;H -4- (4-MJ7 
Wn^f^7i-;H-l, 3-f-7V-;P-2-4 
/y] -2-^f;l-7nt^/'7S h" (##0(23-18 

6) . N- [5 - (4-hry^) -4- (4- h U 7 
Wo^7iO')-l l 3-^-7V-;P-2-4 
;H <yX75K (##092 3-188) . N— [5- 

(4-e«Jx» -4- (4-h'j7Wo^f;P7x 
-/y) -1, 3-f-77"-/y- 2-4/y] -af-yrS 
H (##092 3- 1 90K N- [5- (4-ty V s 
/y) -4- (4- hV7)V^UX1-)V7 *-)V) - 1 , 
3-^77"-/y-2-4/H -N' -x^^l/7 (# 
#092 3 - 1 9 2 ) , N — [ 5 - ( 4 - f 'J i?)V) -4 

- (4-h l j7/^n^f;l'7x-;l') -1, 3-^-7 
7-/y-2-4/y] — N ' -7nhVl/»71/7 (##092 
3-193) Xii^ft^&^W^ft&o £: 0*) 
ttv N - [4 — [4 — (1, l-:y*^-/yX^-/y) 7x 

-/y] - 5 - ( 4 - t° y y-'/y ) - 1 , 3 -f-77-/y- 

2-4/H <yX7S H (##092 3- 1 64) , N- 
[4- [4- (1, l-y^/yx^-/y) 7i-/H - 
5- (4-t'Jv/y) -1, 3-^-77-^-2-4 



/y] "3fy75 K (##0923-1 6 5) , N- [4 

- [4- (1, l-ifX+iUX+fr) 7xX/y] -5- 
U-ey^'/y) - l. 3-^-77"-/y-2-4/y] : s 
?D^y^y*;w:Jft$b' (##092 3-1 68) , 
N-[4-[4-(l, l->'7f;l'Xfyl/)7x- 
;U] - 5- (4-eyy;l/) -1, 3-f77-/y-2 
-4/y] y^D^t^miF, N- [4- 
(3, 5-^f^7i-;H -5 - (4-ey^/P) 
-1, 3-f-77-/y-2-4/y] 7-feh7S F (## 
092 3-1 28) v N- [4- (3, 5 f-/y7x 
x/y) - 5- (4-f.y$/» -1, 3-^77'-A- 
2 -4/y] 7°ot°^y75H (##092 3-1 94) . 
2-^/y-N- [4- (3, 5-y>f^7x-/H 
-5- (4-t°y^) -1, 3-f77-/y-2-4 
/y] 7ot^y75K (##092 3-1 95) . N- 

[4- (3, 5-y7f^7x-;H -5- (4-t°y 
yVy ) - 1 , 3 -f77*-/y- 2 -4 /y] 7f-/y7 S 
h\ N- [4 - (3, 5-y^f;l/7x^H ~5~ 

( 4 - try i?)V) - 1 , 3 ~*-77*-/y- 2 -4 /y] 

>9VT5. F, N- [4- (3, 5-y^fyl/7x- 

/y) -5- u-eyy/M -1, 3-^-77-^-2 

- 4/y] Mty7S N- [ 4 ( 3 , 
;P7x-;H -5- (4-tyvVU) -1, 3-^-77 
-ll- 2 - 4 <yX7 5 H ( ##CT2 3-19 

7) . N- [4- (3, 5-y^f;1.7x-^) -5- 

(4-t°yi/;i/) -l , 3-f-77'-;i/-2-4;H - 
K (##^523-1 9 9) . N- [4- 

(3, 5-y^f^7i^) -5- (4-t?y^» 
-1, 3-^-77-^-2-4/H 47X3^-yTSH 

(##092 3-2 00) , N- [4- (3, 5- : J*+ 
)l?x-)V) - 5- (4-t°V : J>l) -1, 3-^-77 
-^-2-4/H f7y'y*mtSb' (##0iJ2 3 
-246) , N- [4- (3, 5-y^f^7x^H 
-5 - (4-ey$/*/H -1, 3-f-77-^-2-4 
;H i/?w<.y?Vj])VX*1-^ Y (##0"J2 3 - 1 9 

8) , N- [4 - (3, 5-y'^f^7x-;K - 5- 
( 4 - 1 y *J)V) - 1 , 3 -f-77'-/P- 2 - 4 ;U] x 

^OA.dr-tfy^/^tC^-^-s h\ 2-7x-;l/-N- [4 

- (3, 5-^-f;P7x-^) -5- (4-t°y^' 
;U)-1, 3 — f-77*— 2 - 4 ;U] 7-fe h 7 5 H 

(##0"J2 3-1 96) . N- [4 - (3, 
;i-7x^) -5 - (4-t:y^» -1. 3-^-77 
-;l/-2-4;H -N' -xf-;P'7^7 (##0J2 3- 
201).N-[4-(3. 5-y^f^7x-yH - 
5- (4-ey^P) -1, 3-^77-;P-2-4 
;U] — N" -7ot'^'7U7 (##0J23-2O2) X 

[0023] ( I ) Tklf ( la ) L/C (2, 09 
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Eig ; 5 -»> ^ig^^tf . £fit&2 1 WIS 
w*F3i*«i:Lrii, WitfhU^f-^TS^. MJx 
W7*$y, tUS^y. emjy, 2, 6-;Uf-i/y, 
x^y-^rsy, yi^;-^7Sy, Hjx^y- 

71/7*5 y, -/^oM^TSy, i^^^u^^T 
Sy. N, N ' - ^yy^Xf 1/ yy'7$ yf i: Wii 

irais. wtmm. mil %bl vymmt^m 
ifhtih, wmtMAtojmwHbixit* mitt* 

1L itSL h'J7/U*o»», 7*/HL 7v;HL ^ 
IPEK, -?Wy», 7xyil, aA^S, »J 
y^lg, xfvznrfiVWt* <y-tfyx/u*yiL p- 
h ;l/x yx;M>y g^t oftWf 3 . JgSttT 5 
yigi:iOig^ifJi^Ji:LTi±. tfiRlf 7/Mr'xy, >J 
j;y, *;l/:^y^fc^g#ap;{f£>*i, KttfsyKi: 

* 5 y s^§ t osaw £>*i & . z ?> o h . S&fWcfp 

v/*i^A*g, Ay^^ygt?) m<V4m.i&. TV 



flauariiibkSsgL mil bos. yyisiis 
fiSKfcflig, XJiifclL 7?;HL 7^;HL ^j.^ 
IL SBIL vMfBL ?xy|£, rmy-lL y?y 
*/U*ylL p - WUxy*;u*yK^£«ffiitf)Jg 

[0 0 24] <(fc£tt ( I ) (ft^ft (la) t*tJ) <0» 
.JKfefc^V^TJaTfca^S. ( I ) lis TfEOR 

fci0f»^ft4H3&», Witrft^Bi ( I ) #\ 1 . 3- 
**ir/-;l#ltf>*&(i WO 9 5/1 306 73HCIB 
tt<o*&Xtt**iK*tfe*a»fc:J:0, 1. 3->f5 
*V-/HH0Wft£»i USP 3,940,486, WO 
8 8/0 1 16 9, WO 9 3/14 08 1. WO 9 5 
/0259 K WO 97/1287 6«KIB«^*a 
Xliai:$W«{:J:l 1, 3-f-7V-/Wa 
0*&Ji«fHJBa6 0-58981 t#ISBS6 1 - 

1 0 5 8 O-t&fL #£¥7 - 5 0 3 0 2 3-f &$8, W 
0 9 3/15071, DE-A-36 01411, ift 
- 7 0 4 4 6# &fg^fcfe$^:fr&XteW3g 
tfc*ffi^tJ:0»4>*i6. J2lT*>RJG5S;i$rV^3«t' 

[0025] 



R 2 CH 2 CN 
(») 



R 2 -CH 3 



(V) 



R 3 COR 8 
(HI) 



R 2 CH-COR 3 
CN 

(IV) 



2 ©© 
R 2 -CH 2 M 

(VI) 



R 3 COR 9 
(VII) 



S 
ii 



R^HaCOR 3 
(VIII) 



R 2 -C-COR 3 
l 

Hal 



(IX) 



R'-C-NHa 
(X) 



(la) 



[0026] tt.1t® (II) , (HI) , (V) , (VI 
I), (XI), (XIII) W (XIV) te, rU|R$;fVO>3, 



T'#£>. (IV) (*(fc£ft (ID b\\&® (HO 
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6 -i Q 7 , J-A'-N-C,- 6 7/W?/I'75>' («, N-7 

£ -;p-N-^^rsy^) . ©c 6 . 10 r'j-ypat^ 
Ci- 6 7/i^T«&$fiTvvctJ:^3&^ 

/i^ys'y-i— f/Wf) <k£ft (in) 

offiffliti. 4k£ft (ID l*;Wc»U »0. 5£u 
t»3. 0*;k #4L<{i#jO. 8£v*U»2. O^E 

fi£tf)fl»RHHi. ft£ft (ID l^MZtt 
U »1.04v^»3 0t;K IFJKIlftl.O^ 
bftl OtA^C**. IS niSj k LTli. flUtmiS 

tbu^A, sagay^. £anrs"^ m<?>i&m& 
;ursy. Hjrotvi/rsy. hvy^urs v. y 

? o A.df y/l,y'.X f-/P7 5 > . 4 - f-/P7 5 7 t° U 

y. N-yf-^eny^'y. N-^fvutA'tf yy«8w> 
SS3a75y». ^fttb'J^ **jb&'j^A* 

<07;M? U &lfefcSHfcft»» 7 h 'J -)A7 5 K , 'J 
^AXb^fv-F, tert-7>*yF3fO£JS7 

•mmt. mmfr-tmvmzmfeztiK^tf. mi 

ibmm. x— r/HH, 75 t*SL 7^3 -A*H, *X 

li. a«*5-5!fr^Utt2 0 0X:, ffiL<li^5^U 

2150. »SL<(±^0. 5$rl^U&3 0B$HlT**>. 
4jRftttEJ6»tf>44* aSWifflijftkLTiJWKJS 
(cffl^fti k ft&(cfl^aTKe3teftjK> 

[0 0 27Hk£ft (viii) (i. 'Ifc&ft (IV) SrRT«l 

v) it;K:WL> ttl.03rv*U»i0 0*;k *?4L 
<ttftl.0fc^U»3 0t/l/C*4. K r»j ttT 

a, mum®. jufc**UL mMmcommm^h 
*u. Kmiz^ft&zmim&Tizxfto . 

tif*. *k7s mtcom^m. *tr)v?-)\Mt 
com^mm^htii. Kmm.it. 31^2 o&ut 
^2oo*c, ifftKime o^^imi 5 ovTh 

l. RJWrlSJtt, a*«3 04ttr^Ltt7 2l*IHL #4 
t < \m 1 fr^ 1%) 3 0 «*H!T*4 . £j£fttt«t>»W> 



44, *&Wi«KftfcLTK«0RlEfc:fli^4£kfc-e 
S £ fr\ ?IJ8cfcflSo T Rl68te*J&»4>*1*t * i k 1 1* 

[0028] ikirtto (viii ) (i, •fk-^fe (v) 
«HLTft<5>ii*^«i (VI) k-fL^ (VII) 
^f*c:kfcJ:r>Tt#4><i4. -ft-^fe (VI) M 
Witf'Jf">A. 7hU^. i]V*7J±m<KT)Vij 
itHlfo (VII) R 9 k LTJis 
fiieR 8 k[5l«Oi,^* i W^iil»„ mS^fflMii. 
ft^ft(V) l^;Kc^L. »1.0*v^ttt3 0*;K 
ffil,<liftl.0^L»10^t*4. 12 r £ 
«j kLTti. W^.tf7hy7A75H> Df"7A^>f 

(i. iI«W-7 8$r^L#&6(rC, *f 4 L < *4»- 7 8 
*^Ltt2 0iC-C*i. KJEEB#S(i. ii«*&54Wrv^ 
»4t<(i^0.5^V^L^3^raT'S) 

[0029] item (ix) (i. -(^ft (viii) fcv\oy 

>«7«BIf4itfcJ:9«lfe*i*. mate 

fflMU. -fk^ft (VIII) l^Kc^L, .O^L 
^5.0t;k W4L<(i^l.0^V^L^2.0t^T' 

*s. is fAoy^ij k L-T{±s a*, f&m. B^m 
wif^s. <k-^i (viii) it 

»1 .O^rv^L^l 0. Ot;K jSF4U<J4tt 
1.0*^L»3. 0*^*4. IS r li»j kLTfi, 
«ilf f U v'y . m- : J>m<rm^m7 5 b 0 x 
f-;u7$y, hurot;u7sy, hU7^7sy. 

y'y. N-yf-;PtrDyvy, N-^f-;ut;p*uy* 

<0»3»7 5yS»ft t «lHf'5>*i.4. tSStt^^ffifflfi 
HU -fk^ (VIII) lt;W:^L, «1.0*^L»1 
0.0t;K *PiL<{±^1.0^V^LI!j3.0 : E;l/T'^ 



(*1 6) 100-302680 (P2000-3 0JL8 



- b v x/p** y m. ^mmm. %%mt s y 

Mi, H0-2O$rV*Uftl 5 0*C, #*L<ttttO£^ 

u»i ooxrc**. %.mmmiz. «»5#&^w&2 

ffl^4 i t t>T# 4*>\ J8ftfcfl!o-CRJCa^B!i*»6|l 

«*w»«*at: «t 0 SAJcfMW* £ 4 . 
[0030] ( la) (4, ( IX) fc<fc£* 

(x) ksa^tsifcuiOft^s. #rjs(4, m 

afcAOttlK^FftTfcTffd. -ft-^fll (IX) 4>, Hal 
14, ^ny^WSrSt. -ft^ft (X) (4, TtflRSftTU 
S*^W4, TMEft**tf>i*JflwciJ:<. i 

*2'C^$iiS*a»fcJ: l 9#feii*. (X) o 
f£ffl*(4, -fb&» (IX) l*;Hc*tU ttO. 5&^L 
&3. 0^;k ftt Kimo. 8%^L$)2. Ot^ 
T&4. iSa^ffiffl*(4. (IX) l*;Kctf U 

1 0t/ye$>4. K r ^«J kUTtt, WilfiKK-M* 



R lw CONCS 
(XI) 



R'CN 
(XIII) 

R 1 CONH 2 
(XIV) 

it^m (XII) (4, ftgft (XI) fc* R»«H?a§*U 
TS>1Rkt«^f4«IfcR:J: l )»4>ft4. R"14, 15 

fl:^Hl(XI) 4". R 1( >t4, 7/l^*v£Srf. 
817*3^1 i:LT(4, (PUtf^b^K xh* 

{4. (xi ) i*/nc*ru »i.o*v*u&3 0 
oomm-hh. mm*, mmmm'omiz 



•j^a, stmovj*. §m*i/*?j±. m&m+bv 

syl, hyxf-^rsy, hurohvursy. hj 
7^1/7*5 y, i^o^i^v^f-zursy, 4-y 

* WTS/tr'jyy, N.N-y^W-'Jy, N 

-■Xf-jut'ojyy. N-^f-^fDuyy. N-^f- 
/l^P* 'J y^con 3 ®7 s yjp?aW4>*i4 . *R 

vmmx'bh. mmt. w.mmmhm^zm 
%zti&w. mta. >^?ym.itmm. mm 

mxm* 9f*Bi0Mb**SL x-r;HS. 75 F 
7/U3-A#, - F y;i^x(4^n^>zaijJLh^i 

O'C, #4L<U:iB5$r^UBl 5 0'C-C'$>4. RJ6»* 
BU4. a*tt5#*v*U&7 2iSISL *?4 L<t4;ft0. 
5*^L«3 0BSiai-CJb4. £«4KE$044, J) 
4 V ^(4fflS» i: l-T ftOKJECffl 1*4 £ fc 4 

a, as. ?w?b?yy <-mmm*mz£*)®% 

[003 1] 
[fclO] 



m. T)vu-)m. -bV)im. ^rbymxitzti^z 

V^L^2 0 0'C. »4t<(4^5^rV^L^l 20'CX'h 
4. RJ©«BU4, a»tt5#*^U«7 2l9ia» »4L 
<(4#J0. 5^V->L^3 0 B*iaiT* 4 . £«4EJS?g 

(c4 0^(c«M-f 4 C t 4 . 
[0032] ft&to (X) (4. fls^ft (XII ) Sr|gX(4IS 

mm^xmmm-thMziYftt-tih . w.m& 



R^H 



S 
ii 



P 4 S 10 */t!4 
LawessonttS 



R 10 CONH-C-R 11 
(XII) 




S 

R'-C-NHa 
(X) 
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mw&mm. <t-&m (xin i^mzml. *ti*ti 

O^Tft*. BE r iSj £LTJi, AUtfttK, H-fbk 
S8L «a*^ttl«i, =aHk*?*» EJUfc**** 

Hi *mtr V V *j A, TKBS-ft^ U * A, rtSHfcA u 7 
*\ fltttf. T^a-;WH, x— r'HE. 3f#g|0Hfc* 

tii. wmmt. mmi oft&^movm. ft 

4L<«W3 04ttr^L»l 2BWCft&. Kfc&JS. 
it. »IS*«j0£^Ltt2'0 0X\ #4L<tt»2 02r^ 

un 2o < ccfts. 

[00 33] ft^tt (X) Ji, (XIII) 

mt*mommt. it^ (xnn i*;wc»u & 

»(XIII) l^MZftl. *Wl.0=SrV^U»3 0t 
/k #iL<tt»1.0!flrV^Lftl 0*^T'ft&. IS 
r«2Sj fcLTtt, mmtVity. >V^Jvm<r)3fm 

- f-^r 5 7 tr 'J i-'y , N , N - ^ fyPT- 'J 
y. n-x^w^ji/y. N-m->bt°uv : Jy. n 
-*+iv*)VHw y^^wcr^ymm^mihti 

iz-ciroomwThz. mma. 1® 
*)®m%zti%\w. mm. A B y>fl«ft** 

m. %mmT$ymxtezh^zM&±cois.£mmtim 
\^ti&. *mu. %£xim&Tz"fTbtiz. Km 
•&mt. mm-2o%^imo°c. mL<im- 
i o%^imo°c?$>z>. mmmit. w®mtt% 
^im2^m. «P4L<tt»o.5*v^L»3o^iai 

[0034] ft&m (x) it. it-sm (xiv) zsmitv 

yXita-Vy (Lawesson) fcSRTBfflW-fcifcfclJo 



tt, (XIV) lt;Wc»LT. ttO.Sfc^Lttl' 

Ot/k #4U<litt0.5&V*L»3*/kC*>4. * 

1 2*m?hh. %.m&mt. rnmbott^uhi 50 
ft£i<itmo%^i#}i 2vcx'hh. 

(X) (iRE^ii, *4v*fcHfflHftfcL'CiJW>«6 

#nt-r s £ k t, , m%. ?n-?b 77 7 a 
-mmm^mzx <o sstzimti - 1 vx-z * . 

[0035] -ft&ft ( la) ^r^rs yftT-Jb**^- 

"caw«j*»6ifcfc#s. ^J^«, -ft^ da) 

Ht&Mt. jttJBth 2 -i-7V-)l7S. ytTi/Mt 

ktz£*)ft$>ti&. 7i/MW\<?>mWit. -ffc^ft (I 
a) l^MzML. M1.0&viLtt5.0%/k JffSL 
<{4l51.0«rV^W2.0 ; e^"Cft4. IS ^Ti^Mt 

mj ttxit. mm. mmvTi/ivmznmtii] 
)ixymx\tz<nKfcmmw mm. m^y-4 b\ 

-fb^(Ia) «0.8fcUL 
tt5.0=E;k »4U<J4»l.0*^L*5i2.0 J E;l'T 
ft*. IS rfiSj ttTli. Wi.{f MJxf-yPTSy, 

t° y } jy. 4 - ^ f-;ur 5 7 1° u vymtmfhti 
4. is r s?j fctxa, fffitf^^y^wsyii. p- 
WPx>7.^*yig. *y7T-7.;P*yi!^W^ 

Tizxfto<?>mmx'bh. wmmt. Kmumm-i 
mvmzmfcztitc^tf. mm. x-nm* ^mm 
mtmm. mmmtmm. r^m. ^yyit 
mt*mm. -bv>m. x^^m. ^mrs 
ymxitztihzmtxtcowL^mm^tih. w& 

?SJS<i^-2 0^v^L^l 5 or, MtKitm*^ 

u&iooiccft*. Rmmitnm5tt%^i$}2 
fmitmmot t . biMtmsmt ix&<7>ej&z 

mtlZbi>X-$. WtSA. MS. ?wb777A- 

mmm-mzti mmzmm-z, z t vx-z i .. 

[0036] ( lb) {±. R«j*3T*§^4*ife 

xitztuzmttzimfcx ->xi>%t>ti& . 



(?l 8) )00-302680 ( P 2 0 0 0 - 3 0JL8 



Y/>-"' 



£M. >§SHfc7kSI*7i:ia 



(ib) 



(i) 



ft^ft ( ib ) mt&fa ( i ) sr*»jaKT«ra-ri £ 

WjaWU. ^ti^ig^fflft(i. <fc£ft (Dl 

i. oz^im. owx-bh. wnwmi ti 

RiBfc^JStt*»«aPttTfc:fi o K'fo h . i£8 

#i/K«, T^a-zWH. -MJzHS, ?hy®XliZ 

-2 0°C&^Un 3CTC. MKi^O'C^V^i!) 
1 0 0°CT&l>. ££B$l3ltt. a*»5#sflr^U67 2 
B*HL #*L<tt«0. 5«rv^»12^IB-C*4. $ 
fc. (Ib) Ji, (0 Sr3M«k**X(iT 

/l^/Ut KP^U#*i^'T\ BfSfcJ: 0**, 

{X tert-7>;Pt Ha^sr^f^H, ^^yt h'o^ 

ft£»(I> l*A^OtL*SlO. l$rV*UB3 
0*/k $F£L<14^0. 8fcUUtt5*^T*4. 1£ 

u ^ AVo&m&sgL h y -7 a . ^igtf d 
i«r*». met. mmmmmcommm. z7Wt*-7 

»j fc LTtx. witriwiy^^A (v 2 o 5 ) . east 

(Os0 4 ) , M^^fV (W 

o 3 ) , bh^uttV (Moo 8 ) ■ -^b-few (s 

eOj), UMb^oA ( C r 0 3 ) S£#W<c>*ll>. *R 

%%ti%^tf. mm. '^yyit&ifomm. mm 
mt*mm. mmmt*mm. x-^/u 



tit. Kftiustt. &-2o , c&nun 3 or. at 

Kli^O'C^uL^lOOtT'M. RJCBflSKi, 31 

■f J: 0 £ f: I. . 

[0037] WI&frRfcfcfcwc . JH^L^ft* { sma 

$rfta*#*A3 i cOTft o T t i < , RiESfct* 

5 ^xji-f-n-rna^ssr w lt v ^ t i v > c , . 6 7>v 

*)V-fi)V#=~)V (MUX. T-fef-/k 7ot*=* 
;^) . 7x-;M"* s/^;PjK— n^, C 7 . 10 T5zWf/P 

ttumi'mmmt ixiz. mmzti?tiWMm£ 

GlX^XhX^C^eTJ^JU (0UIX. ^f-^. x 
7*Pt°^, -fV7*ot;k 7"f-/U, tert-7*f-;P 

ix^^M^StLTIi. Anyyi? (Wi(f, 7-y 

Mm. B'ymm , c,. 6 r/^ 

(X, Wk Xf-;k, tert-7*f-;WP) , C 6 . 10 T'J- 
^ (0iJx.(X, 7i-;K -^7f-;Wf ) WJflv^ti, 1 
8afe^Rtil*v^U3fli'C*&. t Fn^xco«gSt 
0"J^{X-en-e^amSSr*tT^Tt>J:V^C 

,- 6 r/Wf/P (Witf, ^f-rt'. x^. rot/K 

yro^k T'f-H'. tert-7>;^) , 7x-/k C 
7 -iiT5^K0«x{X. <y^i/^) . *;W$;k c 
1 - 6 r;^;u-^^x;K0iji.(x, r-fef-^, rne 

df;^df^-^;^1fx;i, (0UiX, <y=J>v^^^)V 
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x/k y'JA^'ffli^fU. iti&^iKft* b IX 

**) . c^sT^P y?-/k xf-;k ter 

W) . c 6 -, 0 7y-/Mffitf.tf. 7x-;k ^7^ 
«) . ^huJfcWHvubfu S8S«Oi5Uil&^L4ll 

tt**iK»t**»**fliv^*L. mum. aw- 
m. **iiaipRi5. K^bae. &7C505. 

Sr«B*^*M*-Tff acfcCJ: Dfl^J ( I ) ££i£-f & 

zttf-esi. ztLbtogxit* mats, mmtftsm 
mi 4. 15*. 1977* (ft#as«n*KKtt*>:fir 

[0038] HtriE r r;u3-;nij kutia. w^ar. 

y?y->!k x^y-zk rwv-;k -fyrcmv 

-/k ttrt-y? ;-)immfbti%>. mil r x— f 

a#j b tXii. mm. i/xf-;ux-r/k s^f 77 
o^u-f;K y7x-;px-f^, f h5t H07 
7>. y'jj-^y. i,2-y'*b*yx?y^aw 
Ml*. b5IE r^oyyftHMbfcJIWj kLTii. Mi. 
(f. y;nn^^y % 7no;jvkk 1,2-^dd 
x?y. Q&fttftS«0W4*i*. huI£ IIJiJilM 
il/CJi. Witf. ^Ifv. ^y?y. i/7 

n^vymtfrnftztii* Hue r ^#^-fL*s^j 

tLTti. ffllitf. <y-fefy. wuxy. *;^y. 7 
uo<y*>^W^*il>. MI5 r ^Si7S>lj 
kLTJi. mm. b°yy'y. ;H-^'>\ *7'jy3l# 
^{f*>iU. mil ^TSh'^j kUlis tfiRlf. N, 
N-:^?-/Mvk&,75F. N.N-^^T-bhT 
5 h* . 'vfrlM f-Aot?X# U >y 7 h U 7 5 h 

tih. mi^hymj bixit. mm. r-tby. 
K«j bvxn. mm. i J*i-)VA)\,**i/mts i & 

Wktih. Ml r-h'J/MBj fcl/Ctt. Witf, 7-fe 
h x h 0 )V. ~7u t°*x h »J ;Wp*W ^fiS . file 

rtwm&i bixit. mm. mm. 

[0039] mmtx *) . atmtflmrtmw* 
a>tih*feMt. ®miz$t^xmz&mixi>£<. t 
tz&b Lx%t>ti%%£i,z\^ %mz^xmmx\t 
m<vt&£$mt&zbi>x'*&. *>< Lx%htihK& 

$3(1) (flteft ( la) AIM I b) it. 
<o*BW!ia«», m ?f$tttfi. 4MB. S 



teS. ^ o7 h 2/7 7 -f J: 0R*B»«*»4)JWt. 

^M-r i. z b £ . ( 1 ) a y 7 ^ * 

l/-y 3 f^ 7>fyv- (ESMttft) . x'7Xrl^ 
•fhZbtfX'tk. ttz. fc-Sm ( I ) #7-fe$#T£> 

a. ykmmxi&txmifaX'&^xtxw 

[0040] ftfttt ( I ) t4flfeh.feJK«ii^ffl (JBS^ 
M. Sa^KWXJiSl^h^^Rfife^) 

k U"T*ffl"C**. ( I ) 

SWJJi, «?L»% (Wi«f. ^"77.. 77h, 

-. -f5» «7>\ t7^\ -f/K t> 

«w (t 9*>»tBuiii*R»«tt«i) <o^R&r&aen, n 

[0041] ( 1 ) ***Lx%i>*wsm 
\t. nmti&< . mmmmnm&mx'Hmizm^bti 

ih^tmm^mizff^tiitmbm^Lx. mi 
ami (h*m. 7 < . % 
?fj. ffi^Fj. *?*.)vm. (V7h*7 , t^m) ; 
«0pj. aw^J. immwcomammbLx. m 
mxmmnm (m. mm. mm. mt&&f) (cse^ 
i b h . -fb-^i ( 1 ) <o*&"Dj»ai«t' 

. M^ftco*!j 0. 0 l^v>L^jl 0 OUJi 
X) k LT . Wilffii?!^ (**^6 0 k g ) iz 

*ru aitsifc lt, 1 03^0 , 

( 1 ) 3 bbxm.OlK^LmOm/kgftSL. ft 

tt<te$)o. iz^imong/kgfmz. mzm 
Kimi^tmo w/kg#m£ 1 0 1 lisei 

K^HtT&WUf in. Sfe, ( 1 ) ZMcom 

mmm ( «i«f fi^^^ * h 5 ^ 0 *o-^. 

D - •? y x h -/^cos^raij . 7D-b5 b'^fiJS 

t>f) , jmttjS)ffin (ffiiur, t-PA(r^^a-7-7 

[0042] *%w<?)wm<?)W£i l zm\>^tixi>£^m 
m^mzimztimftb ixit. Ktmtt ixmm 
cv&w&Wifoh v mmm&mn^m-f^tL. mm® 
mmnzm&mm. mm. tesmmmm. h 
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mmtm. wmmmmmmtmfhixh. sea 
mizmt. mcommm. tmitm. mm. urnm. 

ixiz. mum^-t^-x. en. D-?y-h- 

/k T*XhV>. t t 
F pdf t'/M f-;H:/|/n-7. , # >J trxiut'p 'J 

Fy, f^ry, yai, -fcf^y. ^^v^ivu- 

x, #/l^f y> j-ilWvi-xi- F U VM&ifimfb 

tn. mmittx^ mui^yrv. 

A. ^/U^^f-^X^-f-fhU^A, L-th'ri 

f-/k x?y-/k F>;y.7$y 

F »J >>A. ?iy|t F »J ^A3^W htih . SiS 

y. ^yjUHW-MJ*^ 5">y^rs/rne^ 

y®, b-yf-y, tg^y-tf;PrJ-7A, ig-ffc^y-te'F 

#J ; mZ-l£XV V->V7)V3-)V. XV t'x;Hfo 'J F 
y. ^/^df^^Hr^n-x-fhU^A. y^-;Mz 
/Un-*, tFnJfy^f;H:^n-^, tFn^fj/X 

^F^*, D-y;H:F-/k fMth'JW. 
•fe y y . d - vyx h-MfWWfbtii . $ffffJfc t 
Tti. fltf.tfyyB8S. Btiftfi. ?xyfgig|| 

Jk KyVfrTll^-ll, 7 3.*j-)V7}VO-)V, ft 

a, mummm. rxwuvym. a -h?7xv 

[004 3] 

mm. mmmmmizx ^xmt< tstmtii *>k 



HOfi*^--byhSr*-r. flU iDWi mol/mol%£ 

s : v-y/V-y F (singlet) 

d : yyU y F (doublet) 

t: F'JTkyF (triplet) 

q : ftlVT"/ F (quartet) 

dd : y7)V¥7Vs F (double doublet) 

m:.yf}Vy7W7l"9 Y (double double double 

t) 

dt : yy'lVYVT'Vv V (double triplet) 

br : 7u- V (broad) 

J : il «y7*y VyfjilW. (coupling constant) 

Hz : 'VUy (Hertz) 

CDCl 3 : i;Dn*M 

'H-NMR: rohMfflMBW 

Me : 

[0044 ] 

i-(4-y h^f ^7 x-;W-2-(3-f y swx* y y 

V 7'o t ;l^T 5 y (33. 2 mL) ^tKt" h y t H O 7 
^y(300 mL)?§?S5:-7 8 0 C{C^aL. *»#fi^%*«<9 
1.6 M n-7^'J^^^ymWL(U8 mDZMTl 
fc. iffrnTftl 0^IH^T'*^?i€. 
eayy(20 gJ^STFLfc. iBJK*- 1 0~o*CK±# 
2 0#ia*>#H£fc&. p-r-^»xf-;Kl9.4 
g) ^*7Kr h 7 1 F n 7 7 y (40 mL) }§i&£iiST L fc . 
ffiT^Tf^ffiT-lB#S*^?I-lf\ *(100 vDZtol 

Ufc«USA*BH8x^;i^>f y 7*0 tVPx-f ;t-*> 
^S^B B B LTHM^%20.8g (IR$ 85 %) Sr#^. 
US 71-7TC. 
[004 5] ##W2 

SSKX^. 3,4-^ idRA»«Xf-^ 3,4,5- 
F'J^ SdScAWIxf-iK 4-(> h^yy h^f «/)5g 

ESI§xf-;k, 3,4-y f-wy ^3cA#Bxf-^, 
5-f y^x;^;^y»>^, 5,6,7,8-r h7t Fa 
-2--T-7 Fxity i,4-<yyy'^^tf y-6-*;k-t' 
ylt*f7k 2-t7Fx^f-;Hr^ii'fiifflv^T. T 

mnmmitis 1 ® 2-1-2-11 zgaliz . 

##Wt^2-l : l-7xX/l^-2-(3-t'yy»X? 
yy Hi4 44.5-45.5'C. 

##Wt^2-2 : l-(3,4-^F^f^7xX;P)-2- 
(3-f'J vV^x^yylt-S 114-115-c.. 
*#0Wfc£ft2-3 : 2-(3-ey^»-l-(3,4,5-Fyy 
h^fy7x-;Hx^y UuS 104-105°C. 



(£l))00-302680 (P2000-3 0JL8 



##Wb^%2-4 : l-(4-* h*y* h*x7xX/» 
-2-(3-fiJy;WX?;y Mu£ 43-44'C„ 
#J*0Mk£ft2-5 : l-(4-7;U^D7x-;U)-2-(3-t: 

##0Mt£ft 2-6:1- (4-Xf-;P 7 x -M -2- (3- 1 U 

SiuA so-src. 

##Wfc-£*2-7 : l-(3,Wfl/yy^i/7x- 
;W-2-(3-h , 'Jy';Wx^yy ma 98-99°C. 
#WMfc£»2 - 8 : MfM yy-;U)-2-(3-f'J v 
MXfSy m& 55-56'C. 
##0Mfc£*2 - 9 : 2-(3-t°y y/P)-l-(5,6,7.8-f f 
7th'D-2-t7fWl^y ]%£ 65-66°C. 

#sf0Hfc£tt2- 1 o : i-(i,4-^yy^dr-9-y-6->f 

^)-2-(3-eU^»X^/>- SJu£ 89-90°C. 
##0Wk^«2- 1 1 : l-(2-7-7^;W-2-(3-f'J i> 
Wx^yy ii£ 69-70'C. 
##0J3 

±1 B##CT 2 KKS t . /3 - t° 3 y y<^*> "JCa-fn 
>J>\ r-ta'jy, 3,5-;l^:y>£^fte?iJ§^T. 
TE«##flHfc&*3- 1-3-5 fc^jSUi. 
##0Mfc&ft 3 - 1 : 1-7 x -)V-2- (2- f 'J i?)V) X 7 

yy II* 59-60°c. 

*fc*0Mfc£ft3- 2 : l-(4-7 b^f S/7xX;l/)-2-(2-t° 
'J^VU)x^yy Bu£77-78*C. 
##0Mfc£tt 3 - 3 : 1-7 x x;U-2- (4- 1" U x 7 
yy HL& 109-1KTC. 

##0*ffc£ft3-4 : H4-.X K^fy7iX;l/)-2-(4-t 

>J yl)l?yy St* 103-104°C . 

#*Wft^Hl3- 5 : 2-(5-*f-n--3-f yx»-l-7x 

-;u;yy 1!* 53-54°c. 

[0046] ##W4 

2-y7 7-2-7 xX/P-l-(3-t° 'J y/Wx^y y 
xnf-y&xf-yMlO g) fc 7 i-m h - h U;K5.1 
g)k<0 tert- 7^7*^3 -/M30 nD^^'J^A 
tert-7'h^h'(6.4g)£fln;t, SUSS* 1 0 0°CT 

7*ne;Px-f-^-C8fc»L/s. *!£21HffirfCpH 7.0 

a. SUHBcUi. ^&L£ffi^ B B £ij«x 

6.0 g (IR* 62 %) Srllfe. 
148-149*0. 

2-7 x ->v-\- (3- tf y ifM^f j y 

2-yTy-2-7x^H-(3-tiJyWx^yy(5.0 g) 
£48 %Hft*3RH(50iiL) L , 1 4 0 XX 5 8§S 

DtVUX-r^4»SIS^L-C^II^tt3.9 g (IR$ 



88%) iWz. 
Htift 61-62'C 
[0047] 

2-7D^-l-(4-^h^^7x-;l/)-2-(3-h"'JvVU)X^ 

yyjubk&isg 

l-(4->h^y7x x;W -2- (3- f >J y';HX?yy(6. 85 
«)£6H8(36 ■L)fc*0»U A* (1.7 mL)SrjQiT80 

•c-c3«riai*»sa-«ffc. RjBffl£**"CiWJJU Mit 

Fftft 188-195-C 
##0J7 

±ie##W6t^t. H4-* h^y7xX;W-2-(3-f 

y i^yy coftb 0 (c , i-7i xyk-2- (3-e y 

/Wx^yy. l-(3,4-y^h^y7x X/U) -2- (3- 1" 'J 
y/Wx^yy, 2-(3-ey ^;l/)-l-<3,4.5-MM V* 
y7x-;H x^yy, l-(4-7- h^S^X h^fv7xX 
;H-2-(3-tyy'Wx^yy > l-(4-7^07xX;H 

-2- (3- tr y x^yy, 1-7 x ->v-2- (2- t y >w 
x^yy> i-(4-^ hdf^7xx;w-2-(2-try^)x 

77>\ l-7xX;l^2-(4-t°y>Wx7 7>\ l-(4-7 

h * y 7 x x/u) -2- (4- 1° y xj'yy, 2- (5-^ f- 
;U-3- b° y s^yu) -1- 7 x x/i/x ^yy, 1- (4-xf-^7 x 
x^)-2-(3-ty y/Hx^yy. l-OA-^i-^y^ 
±-)V)-2-0-Wi?>v)x? j.y, i-(5— f y^' 
x;l/)-2-(3-ey y/Wx^yy, 2-(3-t°y ^';W-l-(5, 
6.7,8-rh7t Hn-2-t7f;Wx^yy > l-(l,4-^ 
yy'x^-t^-6-f ^)-2-(3-t°y ywx^yy, 1- 
(2-i- 7 -2- (3- f y x^yy, 1- (4-^ h * y 

7 x -)V) -2- (2- 1 y : J)V) X ^ 7 y , 2- 7 x x;P-l- (3- 

e y ^»x^ 7 y^-efi-enffl^T , Tia^##wt 

^7-1-7-181:^^. 
##Wfk^ft7- 1 : 2-7nt-l-7 x x;P-2-(3-h- 'J 
S/»x^7y^-fb'J<*K^ 208-215°C„ 
##Wfc^7- 2 : 2-7ot-l-(3,4-^ Hy7i 

x;u) -2- (3-e y i/>v) x 7 7 ym-fbK^iSig SuS 19 

1-193*C. 

mmit^7-3 : 2-7ot-2-(3-ty ^;W-l-(3, 
4,5-hy^ hdfv7xX;P)X77ya'(bf<*itJS SI 
jA 184-186'C. 

##0<Hfc£*7-4 : 2-7'n^-l-(4-t Hndf^7xX 
;W-2-(3-t y i/;P)x^ 7 yft^t*3R»a 

mmit&m - 5 ■. 2-7nt-i-(4-7Wo7xx 

;W-2-(3-b-y^)X^7ya-fli*3l5KS BUS 189- 
191°C. 

##Wt^7-6 : 2-7nx-l-7xX;H-(2-f'J 
i/;k)X77ya'fbKSi$t§ St-A 180-181*C. 
#*fflHfc^»7-7 : 2-7nt-l-(4-^^y7xX 
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W-Z-G-ey^Wx^/^jSMbWHWl MM 170- 

mt. 

*#0Hb£ft7-8 : 2-/n^-l-7 x-;P-2-(4-t'J 
s//Wx*yy»fbJ<*K« MM 230-232'C. 
**0Hk£ft7-9 : 2-/Dt-l-(4-^ b*y7xX 

^)-2-(4-eu^;Wx^y>JMt*3H»ffl MM 207- 

209*C, 

##Wt^j7- 1 0 : 2-7o*-2-(5-7^-3-t°>; 

^»-l-7x^x^yy^-fbK^gfig MM 189-19 

3°C. 

*MH8Hfc£*7- 1 1 : 2-/Dt-l-(4-xf;l^7i- 
;W-2-(3-tU^Wx^/yH-(b**l»fi MM 145- 
146'C, 

*#WHfc#Hj7- 1 2 : 2-ynt-l-(3,4->fl/yy^ 
*x7 x-;W-2-(3-h° 'J >Wx7 7 yH^St!^ 
11* 174-17TC. 

#*Wt£*7- 1 3 : 2-7"a*-l-(5M 77'x;l<)-2- 

(3-trui^»x^ yymtfcmim MM 177-178 
•c. 

#*»ffc£*7- 1 4 : 2-7n*-2-(3-tfU SW-l- 
(5,6,7,8— f b:?t b' D-2-7 7 */W X7 7 7 HfbRfg 
BH& MM 160-162°C„ 

##Wffc£ft7- 1 5 : \-(\A-OVi?***r>-(r4 
/P)-2-7o*-2-(3-£ 'J y;l/)x^ 7 y&ft**K!S 

##0Mfc&tt7- 1 6 : 2-7n*-l- (2-77^-2- (3 
- tT U W X 7 7 yftffc**»tfi MM 197-19TC. 
.##Wffc&tt7 -17: 2-7*Dt-l-(4-7 b*^7 x- 
;W-2-(2-tU^Wx^7^b*«»JS MM 170- 

nrc. 

##Wb^%7- 1 8 : 2-7"n^-2-7xX/P-l-(3-t" 
•Jv»X^7y^bk^iS§ SIM 213-218°C„ 
[004 83 ##M8 

(4-(4-7 h^fv-7 x-^)-5-(3-try ^»-l,3-f-TV 

f-sT^ U7(516 mg)<7)r-feh-h , J;K40 mL)^iS?S 
IC. 2-7'n*-l-(4-7 b*^7xX/W)-2-(3-tr»J i?)V) 
x>yyj|-(k**|«a(2.5 g)SrJp^.. fr%m&%ifik 
b'Jxf-;U7$7(0.95 mL)£^->< "3»TU:. >IT 

**78l aaawcaxria^sa*. saw*, ffutsa 

77-/K x^x— r^cr>mvm\ OHiUfc. *§£ 
ft£1§*S B B B £^ b 9 1 b* a 7 7 Jo&^lHgft LT*fflH: 
£ftl.5 g (JR* 90 %) *'&tz. 
MM 265-266'C. 

N-7 [4- (4-7 b ^ 7 x —)V) -5- (3- h" 'J x/U) -1 , 3 
-f-T7'-^-2-^ /W7S7 



N-7f-;H-:f7 1^-7(242 mg)W-fe h— b'JiKl8 mL) 
!Bfflft£. 2-7"o^-1-(4-7. Ki/7i-;W-2-(3-e 
'Jx»x^7>^bK*KJg(1.0 g)£jD;u frfcaW* 

&j^b'jx^/7$y(o.4 bl)*«9>o< "jarrufe. 

fc. »3 tettSUKH*** b U A*£flD*. » B»xf- 

Lfcffl8fi£BH*xf->P->r y rn tVUX-x/W* 5 
&ff»AL?$MHte«650 mg (IR$ 85 %) fcttfc. 
MM 158-159-C. 
[0049] ##W 1 0 

N-(4-(4-7 b*^7xX;|,)-5-(3-t?'J S^W-1.3-*-7 
V— /U-2-4 /W 7-fe b 7 5 b 

ajfMt^*fc[(4-^ h^fy7x-;W-5-(3-t'J ^)- 

i, 3-f-7V-A~2--f m 7 s y s-fflv \ imommi 3 

klSia^^tTajHft^ttSftfc. 82%. 
MM 208-210 -a 

##011 i 

2-(4-7-fef-^t , ^7i»-l-^;U)-4-(4-7bdf^7x 

-5- (3- b° U S>JW -1 , 3-^77-A- 
l-\£19i?y&Atf+7tT§ b(387 mg) W-t: bxh'J 
/Ml 5 miymmz. 2-/ot-l-(4-^h^y7i-;H-2 
-(3- 1 »J 7 7 ^H4t*3RKfi'(l . 0 g) L . 
*^S€^*^b'JX^75y(0.4 «L)£«9>o< 0* 
TLfc. »TR7». aEffiBflfC3ii^j&»#il4* mi 

KKxf-^Tttaji^ »tn^^*^. mm. 

7-bf-/K0.3 mD^Jn^.. Sfflf 1 W Lfc. RIG 

)VtiyJ±9u~?Y-7'7-7 J- ( i^Kx^;U-7 7 7 -)V 
=9:1) THWtT«Bft^ft300 mg (JR^ 28 %) * 

[0050] ##0tjl 2 

(4-(4-7 b^v-7xX;P)-5-(3-t 0 '; 5W-1. 3-^77" 
-;U-2--f/W75>'ttltffl 

(4-(4-7 b^fv-7xX^)-5-(3-h°U ^L-)-l,3-f-77 
-)V-2-i M 7 5 7(200 mg)^l%igi!7 7 7-/K3.2 
mL) mm 1 . 88 £®£ L . ft &*.fc«Nh!fc* 7 7 
7-^-^x^-;^A>HMf 8 tT^li^^l80 mg 
(JR$ 80 %) 
MM 145-150'C. 

[005 1 ] ##W8~1 2-C»t>tvtztt&W>iVm 

mttarem 1 ic^-r. 

[«13 
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[0052] mm 1 3 JtAJ S P 4 , 612. 321 fcEtt<0#8; 

mnm^i^immmm&yih 13-1-13 tan tr-ais ut. 

-102&, **W8~12.«rlJHIB6 1-1 0 5 80 [312] 
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13-91 

13-92 

13-93 

13-94 

13-95 

13-96 

13-97 

13-98 

13-99 

13-100 

13-101 

13-102 



-NHCOCHaMe 
-NHCOCHM©2 

-NH 2 

-NHCOMe 

-NHCOMe 
-NHCO- 

- NHCOMe 
-NMdCOMc 

- NH C O M o 
-NHCOMe 
-N=CHNM©p 



MeO-Q- 



Q- 



MeO 



MetH^-Q- 
M^H^JaO-Q- 



MeOCO 
MeO' 
HO 
MeO 



196-199 
213-216 
212216 
230-233 
188-189 
230-234 
276-278 
287-262 
169-172 
222-224 
175-178 
118-120 



[00 5 5] ##^J14 

7Dfl/W 5 y (12.3 mUcDrh^t h'O7^y(160 

■u mmitw-Tmitt v w&mmizmiK. 

^tort^-^on^yy^^^ai; K(25 g)£aST 

u mmit-^m 24.9 s mm 89 i)*ntz. 



1 H-NMR (CDC1 3 ) 5 : 1.39 (3H, d, J= 5.5 Hz), 2.15 
(1H, d, J= 2.9 Hz), 2.51-2.66 (2H, m), 7.39-7.47 
(2H, in), 7.93-8.01 (2H, m) . 

mm I 5 

mm 1 4 izm t . 4-? nn<y VA h'oftfc 
Hno^^niJH, 2-?on^yyM 
/l^nUK, 2-^-f-;KyyM;^oy h\ 3>-^^)VK 
WA )V7 o'JK, 4-X ^)VKVVA frfciO H\ 2-.* 
b^^yVW^oy H. 3-^ h*i"<.yy^i^ a 
•J H. 4-X.^)VKVY4)V9uy h\ 4-(l-^f-;l-Xf- 
/l/Kyy-f/l^o'J h\ 4-(\,\- : Jx+)vm-)l)Ky 
YA )l 9 d ij H , 4-7*0 CA^yy-f ;^niJH, 4-7* 
y VA )V9 O l) h\ 4-A.df- yy >f n U 

h\ 4-M>7;M-o.x h^s^yy-OU^oi) b\ 4-t- 
y 7;M-o;< f/Kyy^ jl-faV K s 3, 4- h * i/ 
Kv s fA)V9W h\ 3,4->*>f-;Kyy*-T';^niJ 
h\ 3,5-^f;Ky/^P^ou K 3,4-^f-u-yy 



ivWiffl V . TE^)##0Wt^-« 15-1-15-2 
0££j£L*:. 

##0Wfc£tti 5-1 :N-(3-^oD^yy'^;i-)7°ob° 
uy>r$y 

'H-NMR (CDCI3) & : 1.40 (3H, d, J= 5.1 Hz), 2.17 
(1H, d, J= 3.3 Hz),. 2.53-2.68 (2H, m), 7.40 (1H, d 
d, J= 8.1, 7.7 Hz), 7.53 (1H, ddd, J= 8.1, 2.2, 1. 
5 Hz), 7.90 (1H, dt, J= 7.7, 1.5 Hz), 8.00 (1H, d 
d, J= 2.2, 1.5 Hz). 

##0Wfc£"*l 5-2 : N-(2-?on^yy-OU)7'ot 

WA $y 



1 H-NMR (CDCI3) 8 : 1.30 (3H, d, J= 5.1 Hz), 2.12 
(1H, d, J= 3.3 Hz), 2.53 (1H, d, J= 5.5 Hz), 2.56- 
2.68 (1H, m), 7.28-7.48 (3H, m), 7.75-7.81 (1H, 
m). 

mWk&Wb 1 5 - 3 : N- (2-pC ^ivkvya M 7°o t° 
WA $y 

'H-NMR (CDCI3) d : 1.30 (3H, d, J= 5.5 Hz), 2.08 
(1H, d, J= 3.3 Hz), 2.43-2.57 (5H, m), 7.20-7.31 
(2H, n), 7.33-7.43 (1H, m), 7.89 (1H, d, J= 7.7 H 
z). 

##0Mt^ftl 5-4 : N-(3-^f-;^yyW/P)7°of 

vva sy 
mm. 
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> H-NMR (CDC1 3 ) 8 : 1.39 (3H, d, J= 5.5 Hz), 2.14 
<1H, d, J= 3-3 Hz), 2.41 (3H; s), 2.51-2.66 (2H, 
m), 7.32-7.39 (2H, m). 7.79-7.87 (2H, m). 
mmik-SW) 15-5: N-(4-^f;KyyW wrnt 

vyA s> 

'H-NMR (CDCI3) 5 : 1.39 (3H. d, J= 5.5 Hz), 2.12 
(1H, d, J= 2.9 Hz), 2.42 (3H, s), 2.50-2.62 (2H, 
m), 7.25 (2H, d, J= 8.1 Hz), 7.92 (2H, d, J=8.1 H 
z). 

mmit&m 15-6: N-(2-.X h^^KyYA )V)Ta 

t'uyA s.y 

1 H-NMR (CDCI3) 8 : 1.30 (3H, d, J= 5.5 Hz), 2.10 
(1H, d, J= 3.3 Hz), 2.50 (1H, d, J= 5.9Hz), 2.53- 
2.65 (1H, ■), 3.90 (3H, s), 6.95-7.05 (2H, m). 7.4 
1-7.52 (1H, ■), 7.81-7.88 (1H, m). 
##0Mt£ft 15-7: N-(3-* h*i/<yY4 >l)Tv 

\zvyA $y 

'H-NMR (CDCI3) 8 : \A0 (3H, d, J= 5.9 Hz), 2.14 
(1H, d, J= 2.9 Hz), 2.52-2.65 (2H, m), 3.86 (3H, 
s), 7.10 (1H, ddd. J=8.4, 2.6, 1.1 Hz), 7.37(1H, 
dd, J= 8.4, 7.3 Hz), 7.55 (1H, dd, J= 2.6, 1.5 H 
z), 7.63 (1H, ddd,J= 7.3, 1.5, 1.1 Hz). 
##0Hfc£ft 15-8: N-(4-xf;^yvM A-)7nt 
vyA S> 

'H-NMR (CDCI3) 8 : 1.27 (3H, t, J= 7.6 Hz), 1.39 
(3H, d, J= 5.5 Hz), 2.13 (1H, d, J= 3.3 Hz), 2.50- 
2.61 (2H, m), 2.71 (2H, q, J= 7.6 Hz), 7.28(2H, d, 
J= 7.7 Hz), 7.95 (2H, d, J= 7.7 Hz). 
mm<k-£mi 5-9 :N-(4-(l->f;kxf;H<yy' 
AMTuWyA $y 

'H-NMR (CDCI3) 8 : 1.28 (6H, d, J= 7.0 Hz), 1.40 
(3H, d, J= 5.5 Hz), 2.13 (1H, d, J= 3.3 Hz), 2.50- 
2.64 (2H, a), 2.90-3.05 (1H, m), 7.31 (2H, d, J= 
8.2 Hz), 7.96 (2H, d, J= 8.2 Hz). 
m&Ut&fal 5-10: N-(4-(l,l->-'X^;Uxf-;W 
<yv'A M /□ t'uyA s y 
rnewwsym m, 0.14 noo^f h5b kd? 

7^(160 mL)^^2N-*^t^hU^A7|<fg^(70 iL) 
fc JD*. . £ <Oii-^tt^0°CX'4-(l , \- s JX *)\,XjrM 
<yV°A)l7W h'(25 g, 0.13 ■ol)£}$TU:, ffiT 

m 27 g(0.13 mol, JR$ 99 »£f»fc. 

'H-NMR (CDC1 3 )5: 1.35 (9H, s), 1.41 (3H, d, J= 5. 



5 Hz), 2.12 (1H, d. J=2.9 Hz), 2.51-2.64 (2H, ■). 
7.47 <2H, d, J= 8.8 Hz), 7.% (2H, d, J= 8.8 Hz). 

15-11: N-(4-rotvKyyw M~r 

•H-NMR (CDC1 3 ) J : 0.96 (3H. t, J= 7.3 Hz). 1.39 
(3H, d, J= 5.5 Hz), 1.57-1.75 (2H, m), 2.12 (1H, 
d, J= 3.3 Hz), 2.50-2.59 (2H, ■), 2.65 (2H, t, J= 
7.7 Hz), 7.26 (2H. d, J= 8.1 Hz), 7.94 (2H, d, J= 
8.1 Hz). 

##Wfb£*l 5-12: N-lf/f/K/^JH^D 

t>y^$y 

'H-NMR (CDCI3) 8 : 0.94 (3H, t, J= 7.1 Hz), 1.26- 
1.47 (5H, 1), 1.54-1.73 (2H, m), 2.12 (1H, d, J= 
2.9 Hz), 2.51-2.62 (2H, a), 2.67 (2H, t, J= 7.7 H 
z), 7.26 (2H, d, J= 8.1 Hz), 7.94 (2H, d, J= 8.1 H 
z). 

##Wk^i 5-13: N-(4-^^;Kyy^;u)r 
nt'i/y^f Sy 

'H-NMR (CDCI3) 8 : 0.89 (3H, t, J= 6.6 Hz), 1.24- 
1.38 (6H, m), 1.39 (3H, d, J= 5.5 Hz), 1.56-1.68 
(2H, ■), 2.12 (1H, d, J= 3.3 Hz), 2.51-2.61 (2H, 
m), 2.66 (2H, t, J= 7.7 Hz), 7.26 (2H, d, J= 8.1 H 
z), 7.94 (2H, d, J= 8.1 Hz). 
##0Hfc&ft 15-14: N-(4- h "J 7tV%UX h*is 

Ky*/4)V)?u\:i>y4 * y 

'H-NMR (CDCI3) 8 : 1.40 (3H, d, J= 5.5 Hz), 2.16 
(1H, d, J= 3.3 Hz), 2.53-2.68 (2H, in), 7.29 (2H, 
d, J= 9.0 Hz), 8.08 (2H, d, J= 9.0 Hz).##0Mfc£ 
ifUl 5 - 1 5 : N-(4-h V y)^u^)VKyVA Mr 
at'uyA s.y 

'H-NMR (CDCI3) 8 :1.40 (3H, d, J= 5.5 Hz), 2.19 
(1H, d, J= 3.7 Hz), 2.54-2.70 (2H, a), 7.73 (2H, 
d, J= 8.0 Hz), 8.13 (2H, d, J= 8.0 Hz). 
##0Mfc£ft 1 5-16: N-(3,4-^ b*i"<yVA 
MTWUyA $y 

•H-NMR (CDCI3) 8 : 1.41 (3H, d, J= 5.5 Hz), 2.12 
(1H, d, J= 3.3 Hz), 2.51-2.63 (2H, ■), 3.94 (3H, 
s), 3.95 (3H, s), 6.92 (1H, d, J= 8.5 Hz), 7.56 (1 
H, d, J= 2.2 Hz), 7.69 (1H, dd, J= 8.5, 2.2 Hz). 
##0Hfc£*l 5-1 7 : W-(lA- s J*1-)VKyY-< IV) 

•H-NMR (CDCI3) 8 : 1.39 (3H, d, J= 5.5 Hz), 2.12 
(1H, d, J= 3.3 Hz), 2.32 (6H, s), 2.49-2.61 (2H, 
m), 7.21 (1H, d, J= 7.7 Hz), 7.77 (1H. dd, J=7.7, 
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1.8 Hz), 7.80 (1H, d, J= 1.8 Hz). 

##Mffr&tt 15-18: N-(3,5-^f;K^W 

7n\zi>v4 = y 

l,5-V*i-)VmMW(25 g, 0.17 ■oDfc^f-^*^ 
2.75 F(0.1 ■L)5rO , CT1S'ffe;^-;k(50 mDfcJtl*. 

it. >;uxy*«jETTS*U, irttttf&S-i^fyl^ 
yyM^n'J h'£'#ft. 7'oh'l/W 5 y(14 mL, 0. 
18 mol)cOxh7t Ho75y(160 oiL)«HRSrlN-*lMb 

31 g(0.16 mol, JR$ 99»£t§fc. 

i H-NMR (CDC1 3 )S: 1.39 (3H, d, J= 5.5 Hz), 2.13 (1 

H, d, J= 3.7 Hz), 2.37(6H, s), 2.47-2.62 (2H, m), 
7.19 (1H, s), 7.64 (2H, s). 

##tfMfcd*l 5- 1 9 : N-BJ-y^yy"^^ 

yy4;Wrofi/>>( = y 

iH-NMR (CDC1 3 ) 5 : 1.38 (3H, d, J= 4.9 Hz), 2.11 
(1H, d, J= 3.1 Hz), 2.48-2.64 (2H, ■), 6.05 (2H, 
s), 6.86 (1H, d, J= 8.2 Hz), 7.48 (1H, d. -J-1.7 H 
z), 7.65 (1H, dd, J= 8.2, 1.7 Hz). 
ifctflHfc&ft 1 5 — 2 0 : N- (2-i- 7^>(;^) 7'Q f V V 

1 H-NMR (CDC1 3 ) d : 1.44 (3H, d, J= 5.5 Hz), 2.22 
(1H, d, J= 3.3 Hz), 2.57-2.84 (2H, ■), 7.50-7.65 
(2H, m), 7.85-8.00 (3H, m), 8.06 (1H, dd, J=8.6, . 

I. 5 Hz), 8.59 (1H, s). 
[0056] ###J 1 6 

l-(2-?OD7x-;H-2-(4-e'J v)V) X ? J y 
^MVTntr;WT5y(15.4 oD^^Kf-h^t Kt?7 
5^(100 mL)ig$£-50°Ctft£]U j&»*«4?*#&1.6 

mi&7mo%fflfrzm. m^xr-vayy (20 g) 

<7)i$*T h5t h'O77>(10 mL)?MSr-30°CTliSTt 
hW-f $y(20 g)cO*|7j<Th7th- 0 75^(10 mL) 

®mz -wcx-mr Uz . i&T&7&gifi-e2B§iga^ 

-if*:. RtfSI£!|tj(c*(lOO mD&Jnt, Sfflgx^T-tt 

^^=i:DTwmixmmit-^ii6A g(wm 71 » 

1 H-NMR (CDCI3) S : 4.28 (2H, s), 7.20 (2H, d, J= 



6.2 Hz), 7.28-7.39 (1H, m), 7.41-7.48 (3H, m). 8.5 
6 (2H, d, J= 6.2 Hz). 

t o o 5 7 ] mm 1 7 

##i?ijl 6fc*t. N-(2-^ODO-yV^)7°ah-l^y 
>f 5 y<04t*> 0 CN-(3-^dd<//>( ;W7n tf W W 
$y. N-(4-?on<yy^)7 , neixW $y, N-(2 

yy^/WrotL-yf «y t N-(4-*f-;i^yy*>f/W 
ywvvA $y, N-(2-y> h3-y^yyW/i-)7 0 Qtry 

WSy, N-(3-^ Y^isKVYA )V)TUW>4 s 
y, N-(fif;KyV>f;P)7ntw>>f §y s n-U- 
(Wf/Pxf/^^y/'fiHrnei/W $y s N-[4- 

-(4-7Dt;Ky/>f/l/)rDtl/W $y s N-(4-7f- 
/K/'V'fMrntl/W $y, N-(4-^^r^;Kyy' 
>f;Wrof uy-f sy N-(4-h l)7;M-Dy h^fv-^ 
y W ;W Tuwy-i $y. n- (4- h y 7;P3j-ox^;u 
^yyM^)rot-yy-f $y. n-(3,4-^ h*y<y 

ofi/W $y, ^(lA-t+vyVtti/KyVAM 
7Dtl/W 5y. N-(2--f-7M;W7 , ntryy>f *y 
Sr-eixmffl^T. TiE*)#5*0Mfc£ft 1 7-1-17 
-2 0-fc£*U:. 

mmt-SVM 7- 1 : l-(3-7no7xx;U)-2-(4-t: 

yy»x7yy 

Mftjft 79-80*C. 

##0Wfc**l 7-2 : l-(4-7007x-;l/)-2-(4-t° 

yyVi^x^yy 

S!£ 93-94'C, 

##<Wtl^ 17-3: l-(2-;*f-/P7 x-;W-2-(4-h' 

•jyvwx^yy 

1 H-NMR (CDC1 3 ) 5 : 2.48 (3H, s), 4.23 (2H, s), 7. 
19 (2H, d, J= 6.2 Hz), 7.24-7.47 (3H, m), 7.73 (1H, 
d, J= 7.7 Hz), 8.56 (2H, d, J= 6.2 Hz). 
##Wfc£»l 7-4 : l-(3-^f;l/7x-;W-2-(4-t 
•jy*;k)x7yy 
Hfcjft 115-116°C. 

##0Wt^* 17-5: l-(4-^f^7i-;W-2-(4-t 

>j^»x^yy 
II* i lo-u rc. 

#»efWt^*l 7-6 : l-(2-p<b#x7xX;U)-2-(4- 

eys^wx^yy 

•H-NMR (CDC1 3 ) 5 : 3.92 (3H, s), 4.30 (2H, s), 6. 
95-7.07 (2H, ■), 7.17(21. d, J= 5.9 Hz), 7.50 (1H, 
ddd, J= 8.4, 7.3, 1.8 Hz), 7.73 (1H, dd, J= 7.7, 
1.8 Hz), 8.53 (2H, d, J= 5.9 Hz). 
mmk&%» 1 7 - 7 : l-(3-P< h^y7i-M-2-(4- 
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i H-NMR (CDCI3) d : 3.86 (3H, s), 4.28 (2H, s), 7. 
14 (1H, ddd, J= 8.1, 2.6, 1.1 Hz), 7.20 (2H, d, J= 
6.2 Hz) , 7.36 (1H, dd, J= 8.1, 7.7 Hz), 7.51 (1 
H, dd, J= 2.6, 1.5 Hz), 7.58 (1H, ddd, J= 7.7, 1. 
5, 1.1 Hz), 8.57 (2H. d, J= 6.2 Hz). 
mm^mi 7-8 : l-(4-X^7xX;l^-2-(4-t° 

St£ 81-89°C. 

##WL^1 7-9 : l-(4-(l-^f;Hf;W7i- 
;l/)-2-(4-try >-"/U)x?yy 
86-88°C. 

$*0Mfc£ftl 7-10: l-M-U.l-^.Xf-A'XfvW 
7 x -2- (4- 1 'J s>/W X ? J V 
ixMVrnt^Tiy(15.4 mL, 0.11 mol)^)il*rh 
9tHa75^(100 nL)»»Sr-5(rct?$aU 
Wtli H n-7f-^'Jf-^A^D-yif?S(69inL, 
0.11 ■oDSrSTFtfe. 8rm7Hl04Ha*»#a*. If 
VMTr-t'ayy (9.3 g, 0.10 m\)<F>Wfrf h7t H 
O7 5X10 mL)}§$Sr-30'CTi§TL*:. 1B§^#?1 
€fctt. H-(4-0, A'Xf ;W<yy>( ;Hrnt 
V>4 Sy(22g, 0.10 n»l)co*S*-rh7t KP77>- 
(10 mL)?M2r-30°Ct1STt^. Ji§Ti&7f&f&*£Mffl 
*-C#fflU 2B*ia*»*»tffc. RJ6ffl£ttfc*<100 ■ 

^77>f-(^^y-^S?xf-;k 1:1)-C1»«U, S/*4 

ftll 8(IR* 43 St* 75-76'C. 

$2f0Mk£ttl 7-11: l-(4-7ot^7i-/W-2- 

St* 71-72*C. 

**0Mfc&ftl 7-12: l-(4-7'f-;U7xX;W-2-(4- 
St* 41-43°C. 

##Wk^5l 7-1 3 : l-(4AJfy^7i-;W-2- 

(4-t"U^VU)x^yy 

St* 57-58°C. 

##W-ft^ 17-14: 2-(4-t 'J ^';W-l-(4- h 'J 7 

/WD^b^fy7i-;Wx?yy 
St* 65-66"C 0 

mm^m 17-15: 2-(4-e y xw-i-<4-h y 7 

St* 94-95*C. 

**0Mfc£ft 17-1 6 : l-(3,4-v'y F^y7x-W 

-2-(4-fijy;Wi^yy 
St* 110-nrc. 

mmit-smi 7-17: 1-0,4-^^7 xxyu)-2 

-(4-ey^»x?yy 



St* 81-83'C. 
##«Kfc**l 7-18 

1- (3 , 5- ^y fVP 7x-/W -2- (4- f 'J i?A>) x ? y y 
*MVTQ\ZtVT%Vl\*.K mL, 0.11 vA)<TM^ : fY 

7t h*n77y(ioo mL)?M$-5o ,, cic^aL s 

'l&ttfi t>1.6 M n-7'^-;l/Uf-'7A^-ty^?S(69 mL, 
0.11 moDWFU:. SrFiHTSlOiHa* 1 *^. tR 
V^Tr-t°3»;y (9.3 g, 0.10 mol)^*7|cr b5t F 
O75X10 A>»«ES:-3(rcT«TLfc. lKW^E 

N- (3, 5- x'y ^)V< WA tV) 7°n f 
(19 g, 0.10mol)«O*|*f H5t h*O7 5y(10 mL)*§M 
£-30 < CTiSTL/£„ STFiKnm* KSffl* "CIMl 
U 2B$Eia»Sfi-l?fc. (100 mL)£Jn 

y*>4>*SftftLT«H^^*13 g(Um 58 
St* 90-91'C. 

**0Wfc#fcl 7- 1 9 : l-GA-tWyV** ^7 
xX;P)-2-(4-t 'J y'Wx^y> 
St* 126-12TC. 

mmit-sm 17-20 : i-(2-^7f-;w-2-<4-try ^ 
Muft lM-nrc. 

##011 8 

fcfflV *T , Tl£<0## Wk-^ft 18-1-1 8-9££ 

#*ffiHt^« 18-1 :l-(2-?007i x;U) -2- (3- f 
'Jy';Wx^/y 

•H-NMR (CDCI3) 5 : 4.28 (2H, s), 7.18-7.49 (5H, 
■), 7.59-7.67 (1H, m) , 8. 47-8. 56 (2H, m). 
*#0Wfc£fll 18-2: l-(3-?oo7 xX;K-2-(3-f 

y y'^x^yy 

1 H-NMR (CDCI3) 5 : 4.29 (2H, s) , 7.25-7.34 (1H, 
m), 7.44 (1H, t, J= 7.7Hz), 7.54-7.63 (2H, m), 7.9 
0 (1H, dt, J= 7.7, 1.5 Hz), 8.00 (1H, dd, J=1.8, 
1.5 Hz), 8.49-8.57 (2H, ■>. 

##0Wfc&ftl 8-3 : l-(4-^DD7xX/U)-2-(3-f 

y^»x?yy 

'H-NMR (CDCI3) d : 4.27 (2H, s), 7.24-7.31 (1H, 
■), 7.47 (2H, d, J= 8.8Hz), 7.55-7.63 (1H, m), 7.9 
6 (2H, d, J= 8.8 Hz), 8.46-8.53 (2H, m). 
mmitOtm 8-4 : l-(2-y^/P7xX/U)-2-(3-e 

'Jy/Hx^yy 

1 H-NMR (CDCI3) 8 : 2.47 (3H, s) , 4.23 (2H, s), 7. 
18-7.47 (5H, ■), 7.73(1H, d, J= 7.7 Hz), 8.47-8.56 
(2H, ■). 
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##ffMfc**l 8-5 : l-(3-^^7x-;H-2-(3-f 

•H-NMR (CDCI3) 8 : 2.43 (3H, s), 4.29 (2H, s), 7. 
17-7.36 (1H, m), 7.36-7.46 (2H, ■), 7.58-7.65 (1H, 
m), 7.78-7.86 (2H, m), 8.50-8.56 (2H, m). 

1 8 - 6 : l-(4-^f-^7x^)-2-(3-f 

WjH 72-74'C. 

&%Mit&mi 8-7 : H3-* h=f^7x-;W-2-(3- 

1 H-NMR (CDCI3) 5 : 3.86 (3H, s), 4.29 (2H, s), 7. 
14 (1H, ddd, J= 8.1. 2.6, 1.8 Hz), 7.28 (1H, dd, J 
= 7.3, 4.8 Hz), 7.40 (1H, dd, J= 8.1, 7.7 Hz), 7.5 
3 (1H, dd, J= 2.6, 1.8 Hz), 7.58-7.65 (2H, m), 8.5 
0-8.55 (2H, m). 

18-8: H4-U, f-;UXf-/P) 7 

x -;u) -2- (3- e 'J i^yy 

'H-NMR (CDCI3) 5 : 1.34 (9H, s), 4.28 (2H, s), 7. 
22-7.31 (1H, m), 7.50(2H, d, J= 8.4 Hz), 7.56-7.65 

(1H. 1), 7.96 (2H, d, J= 8.4 Hz), 8.48-8.55 (2H, 
m). 

##0Mk£ttl8-9 : l-(3,5-y>f^7x-;W-2- 
(3-e'Jy;Hx^yy 

'H-NMR (CDCI3) 5 : 2.38 (6H, s), 4.27 (2H, s) , 7. 
24-7.30 (2H, m), 7.58-7.63 (3H, ■), 8.50-8.52 (2H, 
m). 

[0058] ##0iJ 1 9 
19££j£U:.. 

&%mit£fyl 1 9 : 1- (4- ^'7 f-/W 7 5 7 7 x XAO -2- 

tt£ 189-192°C 0 
###12 0 

2- (4-(l, l-^f-A'Xf-iW 7x-/H-l-{4-t 'J 

>f y x 3 f - y &x f»/K 12 g) k 4- ( 1 , 1- +a,x.+a>) 

7xX;U7-fehxh';;K9.1 g)k<0 tert-7^7^ 

3- /K36 iL)M:*'J^A tert-7>*vb'(7.3g) 
Srini, RISK* 1 0 0X^3 B«Sia»S3Krfc. RE« 

fc. *fl£2N-Sire»>H 7.0KHSU *JS»*»»X 

fc. BSLfcfflfeft*M8xf-HM yrat^x-f- 
/Wp&SI&flLT 2-^77-2-(4-(l,l-iy^f-;Pxf- 
;W7x^)-i-(4-h-y^)x^yy5.09 g mm 35 



%) £f#fc. *#^l£2-x77-2-(4-(l,l-;y^f7lx 
f-/W 7 x -1- (4- 1° >J s;;w x 7 y y (5 . 0 g) £ 4 8 

%JMfc**»<50 iL)(c**»L. 1 4 oic-rawawftL 

h 7*57 4- (<NdMfy-»«xf-/P=l:l) T»I!L 
■CfaHte*3.1 g (JR$ 68 %) Srftfc. 

'H-NMR (CDCI3) 5- : 1.30 (9H, s), 4.25 (2H, s), 7. 
18 (2H, d, J= 8.4 Hz), 7.36 (2H, d, J= 8.4 Hz), 7.7 
8 (2H, d, J= 6.2 Hz), 8.81 (2H, d, J= 6.2 Hz). 
[00 59] ###IJ2 1 

2- (3 , 5-¥* fyl/ 7 x x;i/)-i- (4-tf 'J v';P) x 7 7 y 
###|J 2 0 \Z% t s 4- (1 , 1- V* +)VX.+)V) 7 x -)V7 
■bhxMJyl^ftbOC 3, 5-^7^-/1-7 x_mh 

US, 96-97°C. 
###J2 2 

m%m6lzmi. l-(4-> h^y7x-;W-2-(3-tyy 
;Wx 7 7 y?)tt;b OtC 1- (2-7 do7x-;H-2-(3- 
f 'J y'; W x 7 7 y , 1 - (3- 7 o o 7 x x;U) -2- (3- 1 U 
y;Hx^yy, l-(f?on7xx;W-2-(3-t'J 5W 
x^yy, i-(2-^f-;i/7 x x/u)-2-(3-tr y s^x? 

yy, l-(3-^f-;U7xx;U)-2-(3-eUiy;P)x^7 

y. i-(4-^f-;k7xx;p)-2-(3-t°y^;u)x^7y, 1 

-(3-^h^>-7xX^)-2-(3-t' > 'Jiy;Wx^7y, l-(4 
-(1, 1-iy.X f-jlocfvW 7 x x;U)-2-(3-f 'J J^Mx* 
yy, l-(3,5-y'yfJl'7xXW-2-(3-b , 'J y/Wx^ 
yy. H2-7 o n 7 x x/l^-2- (4- t° y >^)x 7 7 

y, i-(3-7oo7x^;p)-2-(4-e»y^»x^7y. 1 

- (4- 7 o n 7 x x/10 -2- (4- f >J =^yU) x?yy, l-(2- 
^^;P7xX;W-2-(4-ty y^)x^yy, 
/U7 xx;W-2-(4-f'J y»x^yy, l-(4-7^-/U7 
x x/U) -2- (4-tf y x 7 7 y , 1- (2-* h * v 7 x 
x;W-2-(4-ty y»X^yy, l-(3~7 b^f^7xX 
/W-2-(4-fy y^x^yy, l-(4-Xf^7xX;l/)-2 

-(4-f 'J y^)x^ y y , i-(4-(i-y f ;W 7 xx 
;W-2-(4-e y y»x ? yy, i-[4-(i, l-x'y. f-^xf- 
;W 7 x x;k) -2- (4- tr y v';U) x 9 7 y . 1- (4-To tvu 
7xX;P)-2-(4-t°y y/Hx^yy, l-(4-7'^/P7x 
X/U)-2-(4-ey y^X^yy, l-(4-My^7xX 

;W-2-(4-fy y»x^y y N 2-(4-e y ^i^)-i-(4- h 
'j7WD^f^fy7xx;i/)x^yy, 2-(4-eyiy 
;W-l-(4- h y 7^n^f;P7xx;Wx^ yy, i-(4 
-yyw$yyx x;l/) -2- (4- e y x 7 7 y* 

4t*«iBfi. i-(3,4-y^< h^^7xx;w)-2-(4-eyjy 

; W x 7 7 y , l-(3,4-yyf^7xXyi,)-2- (4- 1° U x 
;U)x 7 7 y , 1- (3 , 5- if* ^r)VV x x;P) -2- (4- 1 'J x 
;U)x77y, l-(3,4-*^UyS*t*Sy7xX;W-2-(4 
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- f y V)V) x ? J y . 1- (2-+ 7 fvU) -2- (4- tr y >?;W 
x? y y s 2-I4-U, l-Sttf-^xf-jW 7x-;W-l-(4- 
tr D x» x^yy, 2-(3,5-y> f-/P7 x -l- (4- 
tr y xVWx? y y fc^ix-m^T , Tie<O##{0Hk 

2 - 1 ~2 2 - 3 3 ££j£U:. 
*#0Mfc£*2 2-l :2-/Dt-l-(2-?OD7i- 

iv) -2- (3-tr 'j x* y ynibkii?&i£ 

i££ 88-90'C. 

##0Mfc£ft2 2-2 : 2-7Dt-l-(3-?DD7x- 

;W -2- (3- 1? y i/» x ? y y j*(b4<£iS& 
ll<±r 164-166°C 

##0MI:£»2 2 - 3 : 2-7"Dt-l-(4-^OD7x- 

;W -2- (3- e y sw x ? y y &4bK%e$& 

##0Mk£ft2 2 - 4 : 2-7n^-l-(2-y^-7P7x- 

/W -2- (3-tr y x ? y y#Hbksfli?J& . 

##ffMk^Hj2 2 - 5 : 2-7'ot-l-^^^7i- 

/« -2- (3-tr y x? y ymbkaiwa 

#*flMfc£ft 2 2-6: 2-7'nt-l- (4-y x - 
/W -2- (3- tr y x ? y y |MbJcXit£ 
ibS 96-98X;, 

[0060] 22-7: 2-70^-1- (3-y 

b * s/ 7 x -M-2- (3-tr y iWx? y y*Mbj<*Ktt 

5Mli!«>44*«>»Bfc:fflv^. 

#s#fflHfc£ft2 2-8 : 2-7*ot-l- (4- {\,\-i/X*h>V 

xf-zW 7 x -;H-2-(3-tf y ^»x?y yJUbMHK 

St£ 190-194°C, 

##»ffc£ft2 2 - 9 : 2-7'ot-l-(3,5-y7f;V7i 

x;w-2-(3-tr y iWx? y yjMfc**»tt 

SI* 195-197C. 

##ffHfc£tt2 2-10: 2-7ot-l-(2-?DD7x^ 

;W-2-(4-e y iWx* y y&fbfcSRiBS 
II* 157-159°C„ 

#sWMfc£»22-l 1 : 2-7o^-l-(3-;oa7x- 

;u)-2-(4-tr y y'Wi^-y yjMfc**iMg 
it* i78-i8rc. 

##Wffc£%2 2-12: 2-7nqE-l-(4-ynn7x- 
;U)-2-(4-t y s;^)x* y ymbkSGIHfi 
Bt£ 189-193°C. 

##Wfc£ft2 2-13: 2-7'o^-l-(2-yf-;U7x- 

;W-2-(4-tr y y»x^ y yjubjc*»tt 
HjA 183-186'C. 

##Wt^2 2-14: 2-7D^-l-(3-yf-^7xX 

/W -2-(4-tr y y y*ffc**i»fi 

*ff $!<94 4»!WRJCKfflV^ . 

SMWMt^ft 2 2-15: 2-7'n^&-l-(4-y f-;P7 1- 

/W -2- (4- tr y x? y y jMbk%ift£ 



116 111-113'C. 

##0Wt^2 2- 1 6 : 2-7'n^E-l-(2-y h*v7x 

x;w-2-(4-ey y^i^yittilg 

SU* 168-171'C. 

*#0Wfc£»2 2 - 1 7 : 2-7*0*-l-(3-* b*v7x 
x;W-2-(4-tr y VM^9J yJMfc**»ffl 

##0Wt^2 2- 1 8 : 2-7*nt-l-(4-Xf;P7x- 

;W-2-(4- tr y x»x^ y yjnbk«£ 

IfoS 170-173°C„ 

[006 1 ] ##0Wfc£tt2 2-19: 2-7*D*-H4- 
(l-y f-;uxf-;U) 7 x -;p)-2-(4-t° y i^Wx* y yn 

ft£ 185-188°C. 

##0Wt^2 2-20: 2-7*n^-l-[4-(l,l-^ f- 
;l/Xf-;W) 7xX;H-2-(4-f y y'iHi^ y yJUbk* 

1- (4- (1,1- ^ f-;UX f-;W 7x-;H -2- (4- f y i/)V) 
X^yy(10 g, 39 mmol)£PlK40 iL)fc«W»U ^* 
(2.0 mL, 39 ma\)*%LXWC^1$m>%W£t^ R 

ft*ifflfcx*^T»»L«M:£* 9.6 g(iR* 81%) 

MA 209-212°C. 

##WL^2 2-21: 2-7nt-l-(4-rot>7x 

x;w-2-(4-ey ^wi^y^miw 

Ifaft 167-170'C, &&mtt&fo22-22 : 2-7*0^-1 

- (4- 7^-^ 7 x x/w -2- (4- 1 5 y x ^ y yft-fbkS 
Rj£ 158-16rC„ 

##WL-^%2 2-23: 2-7nt-l-(4^y/k7x 

-2- (4-tr y s;;w x ^ y ym-fk**iS^ 

It* 153-155°C„ 

%%Wk£Nb2 2-24: 2-7"n*-2-(4-tr y ^»-l- 

(4- h u 7 n * h * ^ 7 x -)V) x ^ y >mYMm 

##WfC-^%2 2-25: 2-7*nt-2-(4-tT 'J >-»-l- 
(4-h'J7^n^Wx-;Wx^y y £<fbk£|8g 
11* 190-194" > C o 

##Wt^2 2-26: 2-7'n ; e-l-(4-xy ^75 

y 7 xx;u)-2-(4-e y y»x? y yz^bK*K^ 

SJl^ 163-16TC. 

##Wt£»2 2-27: 2-7'n^-l-(3,4-v'y hdf ^ 
7 x x/W -2- (4- 1 y ^) x ^ y y||ft**Bffl 
S16 174-175°C. 

##Wt^2 2-28: 2-7'nt-l-(3 > 4-y^f^7 

x x/u) -2- (4- f y vyu) x ^ y y m-fbKSKlS 

M£ 196-19TC. 

##0Wk^»2 2-29: 2-7*D^-l- (3.5-^^7 
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x -2- (4- tr u ^) x ? y 

l-(3, 5- : JX +)V7 x -;W-2-(4-£ U V)V)3-? J V (7. 
0 g, 31 B»l)£BiB<35iiL)fc:i&a»U £*(1.6 mL, 31 
■Ml) SrJPi-C80'C"C'3B$ra*^?Hf^. £S£ fclfRx 

Pigx^;UT»tWb^% 16 g(JR« 96%)£*# 
fc. 

SI* 216-219°C. 

m%M\Y£Nh2 2-30: 2-7'nt-l-(3,4-^f-Uy 
3j-df-^7x-;W-2-(4-f !)y *)X*/yjMfc**IJHS 
it* 211-214*C. 

##Wt£ft2 2-31: 2-7o*-l-(2-*7*7W-2- 

(4- f 'J s>;W x? y 

SI* 149-152T. 



##Wfc£%2 2-32: 2-7'ot-2-(4-(l,l-y>f 
;pxf-;W 7 x -)U)-l-(4- £ l) >W x ? y yJUbfcS 
£*& 

##»fb£*2 2-33: 2-7o^-2-(3,5-^y 

i^)-i-(4-fj i?ivw ;v%wmmm 

W£ 186-188*0. 
[006 2] ##0!2 3 

WToH8~a 2 1 \z%m<n^mc^h 23-1-2 

3-2 2 2£, ##M8~1 2, :»S]B36 1-1058 
O-f^fSfcctlXUSP 4, 6 1 2, 3 2 lfciEttO* 

[»8] 











23-1 




IF* 


\=/ 




-NHCO-T^) 




0- 


23-3 


•NHCO-Q) 




o- 


23-4 


-NHCO-^J) 




0- 


23-6 








23-6 


-NHCOMe 






23-7 


-NHCOMe 




O- 


23-8 


-nhcchQ 


0- 




23-9 


-nhcxhQj 


0- 


0- 


23-10 




Q- 


0 


23-11 




Q- 


0- 


23-12 


-NHCC^CHaJaMo 


0- 




23-13 






0- 


23-14 


-NHCCHCH^Me 


0- 




23-15 


-NHCOCMB3 


0- 


0- 


23- 16 


-NHCO-Q 


0- 


MeO-Q- 


23-17 


-NHCOnfj] 







HCI 260 

HCI 244-246 

Ha 255-256 

HCI 275 



218-220 

218- 222 

145*148 
238 

228-230 
215-217 
198-200 
205-206 
175-177 

219- 220 
288-270 
243-246 



2HCI 



HO 

Ha 
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Re 


mm 


£i£ / *C 


23-18 


.NKCCHfjl 

s 






HCI 


237-239 


23-19 


•NHCO-^} 


o- 




HCI 


220-223 


23-20 


-NHCOOV-C} 


9- 


MeO-Q- 




164-186 


23-21 




o- 






214-216 


23-22 


-NHCO(CH2)2Me 


Q- 


M.O-Q- 




197-198 


23-23 


-NHCCKCHgfeMe 


Q- 


MeO-Q- 




168-190 


23-24 


-NHCOfCHzkM© 


Q- 
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23-26 


-NHCOCMea 


Q- 


moohQ- 




245-246 
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•NHCOHQ 


o- 


o- 
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■NHCO-O 
C7 


o 


o- 
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23-28 


S 


o- 


o- 




240 
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-NHCOCHz-^ 


o- 


o- 
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•NH00<CHa)r-O 


o- 


o- 




214-216 


23 31 


-NHCOCMfia 


o- 


o- 




206-208 


23-32 


-NHCO-Q 


<y 


o- 




247 


23-33 


.NHCC^CH^Me 


<y 


o- 




212-214 


23-34 


-NHCO(CH2>3Mb 


o- 


o 
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23-35 


-NHCO(CH 2 ) 4 Mb 


o 


o- 




245-246 



[00 63] 



imo] 



(86) )00 



-302680 (P2000-30JL8 



Re 



23-44 



23-45 



23-36 - NHCO- ^]} 
23-37 -NHCOCHjM* 

23-38 

23-39 

23-40 

23-41 



-wn 2 

-NHCOMe 
-NHCOCHjMe 



23-42 -NHa 
23-43 -NHCOMe 



-NHCOCHjMa 
-NHCOMe 



23-46 -NHCOCH a Me 



23-47 .NHCOMe 



23-48 -NHCOCHaMe 



23-49 -NHCOMe 



23-50 -NHCOCHaMe 



23-51 -NHCOMe 



o- o- 

►Q- MeO-Q- 



v 

V 



o- V 



219-220 
2&4-2S6 
255-257 
278-2B0 
260-268 
241- 242 

286- 288 
260-2G1 
226-227 
217-218 

228-229 

236-236 

239-241 

290-293 

289-290 

287- 289 
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23-52 



23-69 



23-60 



23-61 



23*4 
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2368 
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•NHCOCHjMe 
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23-56 -NHCOCH2MB 

23-57 -NH 2 
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-NH 2 

-NH2 
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-N=C(Me)NMe 2 

-NHCOMe 

-NHCOMe 

-NHCO&bMe 



a. 



0- V 



a. 



o- v 
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257^259 
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>300 

296-298 

129-131 



222-224 
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[HI 2] 
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•NHCOMe *0~~ 234-236 



23*8 -NHCOCHzM© "O"" 237 " 239 
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-nhcchQ 
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■NHCOM© 
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MeCO H z w 
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-NH 2 
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-NH Z 
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-NH2 


23-30 
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111-113 
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292-294 
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23-83 
23-64 
23-86 

23-86 
23-67 
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23-89 

23-90 
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23-94 

23-95 
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259-261 



Me' 
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(H 1)100-302680 (P2000-3 0JL8 



23-116 


-NHCO(CHj)5a 


23-117 


Me 
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237-239 






\=/ 


3 \ — / 


296-298 


23-164 


-NHCOCHMe? 


■O- 




285-266 




iinwvvrj 




MeO-fV 


260-262 


23-166 


-NHCONHCHgMe 






224-226 


23-157 


-N HCON HCHjMe 






181-183 


23-158 


-NH 2 




l u Z/2 \ / 


240-242 


23-159 


-NH 2 


o- 




204-206 


23-160 


-NH 2 


o- 




178-179 


23-161 


-NH 2 


o- 




262-264 


23-162 , 


-COOH 


o- 


MeO-Q^ 


141-143 


23-163 


-NHCOCHjMe 


o- 


Me 3 C-Q- 


295-297 


23-164 


-NHCO-Q 






292-294 


23-165 




o- 




326-328 



[0067] 



1*18] 



(34 4 > )00-302680 (P2000-3 0JL8 



23-166 
23-167 
23-168 
23-169 
23-170 
23-171 
23-172 
23-173 
23-174 
23-17S 
23-176 
23-177 
23-176 
23-179 
23-180 
23-161 
23-182 
23-183 



-NHCO-^T?N 






326-329 


-NHCOCH 2 -^> 






277-279 


-NHCO-O 




w \ / 


309-311 


-MHCONHCHjM© 


o- 


Me,C-0- 


289-292 


•NHCONH(CH 2 )gMe 


o- 




212-214 


-NHCOCHjOMe 


o- 




248-249 


-NHCOMe 






226-230 


-NHCOCHpMe 






244-246 


-NHCOCHM82 


Q- 


MejC-Q- 


228-229 


-NHCOCH z -£^ 


Q- 




204-206 


-NHCO-Q 






216-218 




Q- 




218-220 




O 




251 253 




a 


Me 3 C-0- 


271-273 


-NHCONHCHjMe 




M 63 C-Q- 


302-305 


-NHCONH(CH 2 )^hte 






190-192 








239-241 


-NH 2 


n3- 




304-306 



[Hi 93 



(8 5) J00-302680 (P2 0 0 0-3 0JL8 





R 8 




23-164 


•NHCOMe 


6 — a. 


23-186 


-NHCOCHgMa 




23-1 B6 


-NHCOCHMe 2 




23*167 


-NHCOCHj-^^ 




23-188 


-nhcohQ 




23-189 




o- 


23-190 


-nhcohT^ 




23-191 


-nhco-Q* 


o- 


23-192 


-NHCONHCHsMe 




23 193 


-NHGONH(CH 2 ) 2 Me 


o- 


23-194 




o- 


23-195 


-NHCOCHMe 2 


o- 


23-196 


-NHCOCH 2 -^^ 


o- 


23-197 


-nhcohQ 




23-198 


-NHCCmQ 





Re 



CF 3~C 
CF3-0- 

CF,- 



CF 3 " 
CF 3 - 



Ms 

V 

Me 
Me 

> 



274-275 
2S5-296 
254-255 
272-273 
262-264 



206-207 
208-210 

291-293 
270-572 
226-229 




275-278 



[0068] 



[£2 0] 



(14 6) )0 0- 



3 0 2680 (P200 0-30JL8 



23-204 -NH2 



R. 




He 






M. 

P- 

Me 


■nhco-Qn 


O- 


p- 

Me 




O" 


> 

Me 


-NHCONmCHzfeMe 


O- 


Me 
Me 


-NHCOCHjOMe 




Me 

> 

Me 


'NH2 




Me 


-NHCOMe 




> 


-NHCOCHeMe 




Me 


-NHCOCHMe 2 


0- 


> 

Me 




Q- 


> 

Me 



267-270 



302-304 



202-203 



128-130 



220-222 



237-240 



253-254 



235-238 



(14 7) )00-302680 (P2 0 0 0-3 0JL8 

Rc N 



warn m£ / *c 



23-209 -NHCC^Q> 

23-210 -NHCO-^ {j3~ 

23-211 -NHCO-^N 

23-212 -NHCONHCHjMe 



23-213 -NHCONH(CH2)zM0 



23-214 -COOCHzMe 

23-21 S -NHCOCH 2 NMe 2 

23-218 -NH 2 

23-217 -NHCOMe 

23-218 -NHCOMe 

23-219 NHa 

23-220 -NHCOMe 



23-221 -NHCOMe 
23-222 



o 



O- 



> 

Me 



Me 



Me 



MeoC-O- 
MeCHaOCOCH^-^^— 
MeCHsOCOCHgO-^^— 

MeCHaOCOCHjO-^^— 
MeCHjOCOCHaO-^^— 



300-301 



277-278 



278-280 



204-206 

149-150 
230-231 
187-189 
195-187 
288-270 
181-185 
239-244 



HOCOCHjP-^^ - 237242 



MsO 



24B-2S0 



[0069] 



[H22] 



(14 8) )00-302680 (P20 0 0-3 0JL8 

Re N 



23-223 -NHCOCHfeOH 



23-224 



•NHCOMe 



-NHCOMo 



Me 



23-226 N(OCHj— ( v /) )COMe 



23-227 -NHCOChj— £ />) 



23-226 



23-229 -WHCt 



23-230 -NHI 



23-231 -Nl 



23-232 



23-233 



-NMeCOM* 



-NHM8 



Me. 



> 



o- > 



243-245 



371-373 



350-351 



156-157 



17M72 



270-278 



276-277 



250-251 



241-242 



HQ 210-222 



226-227 



[*23] 



(&9))00-302680 (P2000-3 0JL8 



RbyS 

Re ^ ^ 



23-234 -NMeCOMc N 



23-235 NMeCOMe 



23-236 -NMeCO 



23-237 -NMeCO' 



23-239 -NMeCO 



23-240 -NHCO 



23*241 -NHCO 



23-242 -NHCH 2 Me 



23-244 



-NHCO-^ 



Me 
Me 

o- "b- 

Me 



Me 



Me 
Me 



Me 
Me 



■G o- b- 

Me 
Me 



171-174 



HCi 189-193 



210-214 



HCI 210-214 



212-2U 



2 HCI 206-210 



HCI 286-287 



2HC1 264-269 



179-182 



-NHCO-(5 O" M*3CHQ- 2HCI 



327-329 



[*24] 



(6 0) 100-302680 (P20 0 0-3 0JL8 



23-245 



23-246 



NHCO-rt 



23-247 



V 

-NHCO-^Q 

23-248 -NMeCO 

23-249 -NMeCO 

23-250 -NMeCO 

23-251 -NMeCO 



23257 




MeO 



MeO 



MeO 



-NfCHjMeJCOMe N !^)"~ MeO-^^— 
23-253 -N<CH 2 Me>CO-^ N ^~" MeO-^3~" 
23-254 -N(CH 2 Me|COH^ MeO~^^— 



MeO- 

MeOHQ^ 



23-255 -N(CH 2 MeK:CH^ 
23-256 .N(CH 2 MeyC<>^} ^^O^" 



245-247 
269-270 

171-173 

141-142 
HCI 194-196 

144-145 
2HQ 175-176 
HCI 184-187 

128-130 
HQ 149-151 

144-145 
2HCI 151-154 

1B6-188 



[H25] 



(61) 100-302680 (P2O0 0-3OJL8 



[007 1] 















23-258 


-NMeCOMe 


O- 




Ha 


169-191 


23-258 




o- 






204-206 


23-260 


-NMeCO-Q 




Mes c-Q- 


ho 


202-203 


23-261 




■o 






138-138 


23-262 


-NMeCO-^J> 


O- 




2HCI 


169-171 


23-263 


-N<CHj>M«)COM<> 


■O- 






162-183 


23-264 


-NCCHjMe^OWc 


•O- 




HCI 


184-185 


23-265 


-N(CH 2 Me)CO-^ 


o- 






222-224 


23-266 


N{CH y Me)CO-^ 


■O- 


MeaC-^h- 


HCI 


219-222 


23-267 




*Q- 






159-160 


23-268 




O- 




2HC1 


159-191 


23-269 


-MHCH^Me 


■o- 


MeO-0- 




175-176 


23-270 


-NHMe 


o- 


MesC -@_ 




286-269 


23-271 


-NHCHgMe 








223-225 


[H26] 



(6 2) JOO-302680 (P2 00 0-3 0JL8 



o~ 
o~ 


Me 
Me 


o- 


Me 


o 


> 


o- 


V 

Me 


■o- 


Me 

Me' 
Me 


■o- 
o- 


Me 

p- 

Me' 
Me 


o- 


Me 


o~ 


Me 


n3- 


> 



23-272 -N<CH2Me)COMe 



23-273 -N(CH2Me)C0Me 



23-27S -N{CH 2 Me)CC 



23-276 -NH(CH2)aMe 



23-277 



23-27B -NKC^yeMeJCO-^^ 



23-260 



-NHCH 2 



23-281 



23-282 -N(CH 2 -6 MCOMe N 



150-161 



HCI 179-184 



178-182 



174-178 



177180 



130-132 



138-140 



23-283 



165-168 



168-188 



193-195 



230-234 



[*2 7] 



23-284 

23-286 
23-286 
23287 
23-288 
23-289 
23-2X) 
23291 
23-292 
23-293 



(6 3) )00-302680 (P2000-3 0JL8 



.N((CHj)2Me)COMe *Q>~- 

-N((CH 2 ) z Me)CO-(j> 
-N(CHMe2>CXWe 



-N({CH2)zMe)COMe N 
-NH((CH z )2Me) N 

-NHaCH fi )2Me) W 



-NHCO-Q 
HO3S 



> 



MeO 



MeO- 



MeO 



MeO- 
m*ohQ>- 

MeO- 



Me 3 C^J 



183-187 

137-138 
144-146 
131-132 
122-124 
142-144 
141-142 
161-163 
188-191 
131-132 



[H28] 



(6 4) )00-302680 (P2000-3 0JL8 



RC^N 



23-294 
23-295 

23-296 
23-297 



23-301 

23-302 



-NHMe 
-NH 2 

-NHCOMe 
-NHj 



23-298 "NH 2 



23-299 -NHCOMe 



23-300 -NHCOMe 



-CH 2 Me 
-(CHj^COOH 



23-303 -NHCOMe 





0- 


144-145 


Q- 






Q- 




264-267 






275-277 


v 


O 


262-263 




o- 


245-246 




o- 


304-308 


Me 






o 




144-145 


o- 




141-142 


o-iQ- 


0- 


332-334 



[007 2] ##fl|23-l 2 8 
N-[4-(3,5-^f-;U7x-^)-5-(4-h°'J^»-l,3-^- 

/H 7-fe h 7 5 H 
N-(4-(3,5-^-?-;U7x-^)-5-(4-br'Ji/»-l,3-^ 
7V"-;l^-2--f;W75y (0.50 g, 1.78 mmol) J: 4-^ 

^-/i/rsyey v> (o.06g. 0.51 mmol) on.n-^ 

f-;k7-bh7SK (5 mL) jSJfcfc. WCT^)V (0.21 
g, 2.67 moD^Jni. 80t:T14l$|§|$#Lfc. 

S^x^Z-M^SMfiLT^t^Sl 0.17 g (JR 
$ 29%) Srftfc. 
it£ 284-286°C. 
##W2 3-1 3 3 

N-(4-(3, 5- SAX x-;U)-5-(4-t' 'J ^»-l, 3-f- 

7y'-;k-2-^^)7 5y 

2-ynt-i-(3,5-^'y f;L'7i-;K-2-(4-f D i>';U)x 
^y>ft-fbK»S (5.0 g, 13 mmol) (1. 
0 g, 14 mmol) COT* h- h 'J/U (60 mL) b 
»Jxf-;P7S> (1.9 ml, 14 mmol) SrjfiTU MST'3 

n«B*»*ai«fc. »«s:«e«»u mwzffio&m. 



^B^^Itxf-^DW^LTIfeli-fl:^ 2.0 g (7. 
2 mmol, JR$ 55%) 

242-244°C. 
##01123-137 

N-(4-(4-(l,l-yyf;l^Xf;l,)7x^)-5-(4-f 'J x 
;W-1.3-^ry-;^-2->f ;HT-b h75 H 
N-(4-(4-(l,l-^'y^X^)7 xX/lO-5-(4-t° D ^ 
;P)-l,3-f-7V*-;l^-2->f;P)75y (0.40 g, 1.29 mmo 
1) ttrl/tlrlVT^JW i?y (0.05 g, 0.39mmol) 
ON,N-^yf-;l/7-bb75 F (4 mL) ffiAlZ. WLT* 
<f)V (0.15 g, 1.94 mmol) £ Jn*.. 80*CT-14B#^iSff 

0.23 g (JR« 50%) Srftfc. 
MjA 280-28rC„ 
##0iJ23-143 

N-(4-(4-(l , f-;UXf-;W 7 i^)-5-(4-t >J >>' 

2-7*n*-l-(4-<l, 1- i?X f-^xf-rtO 7 x x;U)-2-(4- 
f >J x ? 7 yH-fbJcSRWB (5. 0 g . 12 mmol ) t f- 
(0.95 g, 13 mmol) C97* hX Mj/P (60 mL) 
h'JX-f-^TSy (1.8 ml, 13 mmol) £?i$T 



(6 5) 100-302680 ( P 2 0 0 0 - 3 0JL8 



L. 3*Ha»»Lfc. 8F*I£»ES*U SSttSWK 

2.6 g(8.4 nunol, 69%) fcfcfc. 
It* 254-257'C. 
[00 7 3] ##0IJ2 3-1 64 
N-(4-(4- (1,1-^ f-;PX^-;W 7 x-;H-5-(4-t «J x 
;H-l,3-f-TV"-^-2-f;W<yXr5 K 
N-(4-(4-(l.l-5>*f-A'XfvM 7x-;H-5-(4-tU S> 
^)-l,3-f-TV"-^-2-f;WT5y (0.50 g, 1.62 no 
l)i:4-^^T57tUv f y (0.05 g. 0.39mmol) <7) 
N.N-i^fVl/Tfe NTS H (5 mL) Mt, &ffc<yV 
■YyU (0.15 g,1.94 mnol) SrJPX. aTCTMlSSWIffL 

fc. RCT^WciaWcSIH-hU^A*^?. wast 

Lit. SaSASx^y-^fefflliAUTIMMfc^ft 
0.44 g (JR¥ 66%) 
11* 292-294°C. 
##fl«J2 3-l 6 5 

N-(4-(4- (1 , 1-v-'^ f-;Pxf-;W 7 x x;P)-5- (4- f >J 5/ 

-i , 3-f-7V— ;l-2-4 ;H-3f ^7 5 H 
N-(4-(4-(l, l-SSX+ArX.+M 7xX;^-5-(4-tf 0 : J 
)V)-\,3r*j-TY->V-Z-4>V)T$.> (0.50 g, 1.62 mmo 
l)k4-5/^f-^7SyeU>'> (0.06 g, 0.49nol) <7) 
N.N-^^T-fehTSH (5nL) tftiaf 
yM/M&lgig (0.43 g, 2.42 mmol) SrJll*, 70°CT'14 

■miff Liz. m^mzmm^mi- h 0 v^zs 
sr. mmnzmmmLLiz. '&t>tnzm»t?m^i 
tdk. mitz. -Mpt>m&Lx& 
m<t£® 0.49 g mm 73%) *wz. 

MA 326-328°C. 
##fiaj2 3-l 68 

N-[4-(4-(l, \-V*^-)V^)\A 7xXyH-5-(4-f>J V 
)l)-\,?r^7Y-)V-2-4 >v) is 9 o^y^y^m 
SH 

N- (4- (4- (1 , 1- V* f-;Uxf-;W 7 x -/P) -5- (4- t° U i/ 
)l)-\,l-J-7V-)V-2-i>V)7$y (0.50 g, 1.62 mmo 
l)i:4-y7W5yf'Jyy (0.06 g, 0.49mmol) CO 
U.H-i/tj-frT-bhTS. h* (5 mL) SRRfc. mt~>7v 
*\V9Vil)Vits-)V (0.32 g. 2.42 mmol) ^n*., 70 
•CT'14l*fP B 1JS# Lfc. 6UB8£!|*lfc*»**7 h U 

*fHlL-fcB**WRU:. UMifcBI*** 
ft^Lfctfc, «*Lfc. fflfe&Srx^y-rt^B&lB 
LTiESHfc^ft 0.43 g mm 66%) fcflfc. 
it* 309-3irC. 
[00 74] ##^2 3-1 94 
N-(4-(3, 5-^ f-^7 x -)V)-5- (4- 1 U i^-l , 3-f- 

rv-^-^^rnt^yri K 

N-(4-(3 > 5-^f-;U7x^)-5-(4-t 0 U^)-l,3-^- 
7/-/H->f;W7Sy (0.51 g, 1.8 mmol)t4-^ 



f-^TSytrUxV (0.06 g, 0.52 mmol) WN.N-y^ 

f-;ur-fehrs h (20 mD mmz, t&fcrwx-jis 

(0.18 g, 1.96 mmol) &0'CX'im®imi$.. 

fcfcffRU:. *6ftfcffl***i!fcv*Lfca. ffi«L 
fc. » B ^x^-#«g B B B LTlSO 0.4 

1 g mm 67%) 

Hu£ 291-293'C. 
##CT23-1 9 5 

N-(4-(3,5-^^U7 x-yl-)-5-(4-t U ^»-l,3-f- 

7 v"-;i--2-f ;H -2-> fyi^/o t°^- y 7 5 F 
N-(4-(3,5-v ! ^f-;l/7 x-;W-5-(4-h°y ^)-l,3-f- 
7H7S y (0.50 g, 1.8 mmon^-i-';* 
f-;l/7$7t'»Ji/> (0.06 g, 0.53 mmol) CON.N-x.* 
3-/1-7* F 7$ h* (20 mL) |§iRfc % ttffcZ-* f^To 
t'tfx/P (0.20 8,1.91 mmol) ZMz., 8<rc"tt4ll*IBUR 

tfUc Kjm£mizm*mi-hvy w 

tiJ LfcHttSriFJRLfc . *«ifcG^*#*v*Lfcf8L 
KM L/t . fflJSJIfcx ^ y-;k&»fei«Sft LTfMMk-6- 
ft 0.52 g (IR9 83%) SrWfc. 
1££ 270-27ZC. 
##$23-196 

N-(4-(3,5-^^;U7 x-^)-5-(4-t°U x*;U)-l,3-f- 
7V-7I/-2-4 ;l/]-2-7 x x/l/7-fe h 7 5 H 
N- (4- (3, 5- if* +)V7 x -5- (4- f >J v/P) -1 , 3-f- 
7V-;P-2-^^)75>' (0.51 g, 1.8 nmol)i:4-^ 
f-^7S7f'Jv> (0.06 g, 0.52 mmol) ON,N-^ 
f-;P7-feh75h' (15 mL) JgjRfc. *S-(t2-7x-;U7 
•fef-;p (0.32 g, 2.0 mmol) SrjDi.. 80X:t'14^jg^ 

uz. %mm&mzim*mi-hvvj>*$:m\ mm 
itzmm-muz. nt>tLtz®ft**m^itz&, ft 

0.33 g <JR* 46%) £'&tz. 
HUS 226-229'C. 
##^J23-1 97 

N-(4-(3,5-^f-;l-7 xZ;W-5-(4-e'J : J)V)-\,3r^- 

N- (4- (3. 5- i/X x -5- (4-tT 'J ^';l/) -1 , 3-f- 
7V-;P-2-'f^]7S>' (0.51 g, 1.8 nmoO^-i^ 
f^7i7f'Jyy (0.06 g, 0.52 mmol) <ON,N-^ 
f-^7-bh75H (20 mL) JSiKt:, JfrffcO V^f ^ 
(0.30 g. 2.15 mmol) ^jDi, 80°CT'14B#^«f¥ Lfc . 

fc. fflfei&Srx^y-^^HtSfiL-C^H^^lif 0.1 
8 g mm 26%) fcfcfc. 
11* 285-286°C„ 
##CT2 3-1 98 

N- [4- (3, 5- *JX &)V7 x -)V) -5- (4-h' \) *J)V) -1 , 3~j- 



(6 6) )00-302680 (P2 0 0 0-3 0JL8 



N-[4- (3,5-^^7 i-;l^)-5- (4- t'UvVW-l, 
TV'-)V-2-4)V)T^y (0.51 g, 1.8 mmol) £4- v.* 
+iV7$.SW s J> (0.07 g. 0.56 mmol) cON.N-v';* 
H (10 mL) JgJRH. W&?Wsf 
yfjlVX-ll (0.33 g, 2.47 mmol) &tnx.* 70 <, CT'14 

>*ia«fHUfc. EjeESftfc*R**7 f v 

Wc&to 0.41 g (JRSfS 59%) fcflfc. 
Sk5 275-278°C„ 
[007 5] ##0IJ2 3-1 9 9 
N-(4- (3, 5- ^-;U7 x -;W-5- (4- 1° U 5//W-1 , 

ry~;P-2->f;P]^3^-yT5 F 

N- (4- (3, 5- ^ f-/U7 x -)V) -5- (4- h" >J v»-l , 3-f- 
ry-;P-2— f/HTSy (0.52 g, 1.9 mmol) 1 4-^ 
f-yU7S7b 0 U^y (0.07 g, 0.56 mmol) cON,N-x'y> 
WT-feF7S F (10 mL) »C, WL=*-3+JAA> 
Jglgig(0.51 g, 2.86 mmol) £Ja;i. arc-CMBfflBKff 

0.44 g (IR* 61%) 
MA 267-270'C. 
##M2 3-2 0 0 

N-[4-(3,5-^f-;l-7x-^)-5-(4-tf U^»-l,3-^- 

rv-/u-2->f;n-f y-af-yrs f 

N-(4-(3,5-^f-^7x-;H-5-(4-f>;>'»-l,3-^- 
ry-;P-2-^;U)TSy (0.51 g, 1.8 mmol)i:4-io< 
f-;l-7S7fUi/y (0.07 g, 0.56 mmol) cON,N-^'> 
WT*F7S F (10 mL) flKRfc, tS«'/-3fy 
•OHSBHK0.48 g, 2.72 mmol) SrjDi., 80*CC14B*fi| 
fflf L£ . RlEa-^ftCfti!**^ F U >7 A*£&#\ 

ft^Hi 0.22 g mm 32%) 

it* 302-304°C. 
##W2 3-2 0 1 

N-[4-(3, f^7x^;W-5- (4-tf V ^/W)-l,3-f- 

7V"-;P-2— f ;H-N'-xf-;|/»>U7 
N-(4-(3 ( 5-^f-;l^7x-^)-5-(4-tTU>'*;H-l,3-^ 
7y-;P-2-^;H75>' (0.51 g, 1.8 mmol) CON, N-i; 
*f-;U7-feh75 F (10 mL) JSfflC, A V$sT>WX 
?-;K0.20 g, 2.8 mmol) £flO;L. 80°CT'14B#^# L 

0.27 g (JR* 42%) fcttfc. 



M£ 202-203°C. 
###IJ2 3-2 0 2 

N- (4- (3. 5- ^ f-/U7 x -;P) -5- (4- 1° U V)V) -1 , 5-f 
7V'-;U-2-f /W-H'-roW 1^7 
N- (4- (3, 5- 5» ^;P7 x X/W -5- (4- tT U S//W -1 , 3-f- 
7V-)\s-2-4)l]T$V (0.51 g, 1.8 mmol) CON, N-x 
*f-/P7-teF7SF (15 mL) -fV ^7^157 

DtVKO.23 g, 2.67 mmol) £JD;L. 80°C-t'14B$r B W# 
Lfc. Ri(«^llifc*IWeJ|H*hU'>A*&a*', flfffi 

«U:. ffl^ H B B&x^ y-;k6»feWSALr«mfc** 
0.23 g (JR* 33%) fcftfc. 
H& 128-130'C. 
###J2 3-24 6 

N- (4- (3 , 5- is* +)V 7 x x;P) -5- (4- 1 'J x» -1 , 3-f- 
7y-;P-2-^f AO h'5 yyj&JWMMfS F 
N-[4-(3,5-v> f-;U7 x^)-5-(4-t'U ^;l/)-l,3-f- 
7y-;P-2--f;P]7$y (0.50 g, 1.8 mol)i:4-5/.X 
f^r$/fijy> (0.06 g, 0.53 mmol) CON.N-j/'y 
f-;U7-feF75F (5 mL) jgJRfc, ifrftf? S^Jofr/Mf 
(0.44 g. 2.67 mmol) SrtDX, 7(TCT14B*iaflB ! l s 

uc. RiEs^ftK^i^^hu^^^aEy. was 

0.41 g (JR$ 59%) fcftfc. 

269-270°C. 
[00 76] H^ll 
llHfflibK^ificoaaS 

Jcl:Wistar^JfHx7>y F (10-11 il»)*fflv\ An^y 

ft. ^H»Mcfc , 97'f ny*ft?-(iag0.28-0.30 mm)^ 
IfAl. *7cKt!jM^ffla(MCA0)Lfc. ^rfc, 
SS0t)L<(±^M#fifSr^$ : 5r*^^tco. SyH^H 
7"*JKK«» tdlJlll3WB«>^iifc i> cOUHi»» feH^ L 
Jt. ##^"Jl3-99cO-ft^Sr5X 0.1N HCl/salinelC^SI 
l mi/kg^ff)KiiltL/c. ttS8ff(cumi$tt4L 

fc. *S4{iJimisi3aafMi/4^rBia. ssa^s^ 

H{i^(8:00-10:00)^(16:00-18:00)CO2[llfi :: Sr-5Jt« 7 
•y FJiMCAO 3 BfttBfaiS»L. t*7c)iSiS®S:^a 

5-0 fcT72ieHSI13Lii!e» L^fite«Sl (DW) SrSl^ L 
ffl!Si*^i{iH-»jSi[(WW-DW)/WW 7Ji OgUJL 
fc. SElWWIi. WBSBfccOlSlTStudent ttftg^ffo 

i&mmiteTjk-f. samiwmm* vehicle^ 
m29] 



(6 7) )00-302680 (P2 0 0 0-3 0JL8 







mm 






& 




{%) 


Sham 


10 




78. 8 ± 0. 07 


Vehicle 


31 


— \ i . v. 


81. 6 ± 0. 24 




30 


0. 3mg/kg ! i. v. 


80. 8 ± 0. 28 * 



* P< 0.05 vs Vehicle 

[00 77] HUM 2 

>tpZ'<%$H-50° C)L^«B»(5fc4Be@ 4 mm).£. Bregm 
aSi; Lamdatt^^tfHOS'B'fc: 15 &f B W 

!$)£5% 0.1N HCl/salinefci&|*U 1 ml/kg^ffMiil* 

us. «aa»icttjwitift4ufc. ta^udaiLiSBHiiii 

aar^7«Naa. §£Bii3B(8:00-10:00) ^(16:00-18:0 



iSttSrlWiLfe. Evans Blue (EB: Rat, 5Z. 5 ml/kg) 
MRfcU *tf> 1 BSiaitt(cvNo5'yjfi»TfcSHi'SJ: 

mwmmmfei. 1 mi 5o%tca sun****^ 

XU:f&. 3fr (15,000 r.p.m, 15 #) f£±«£# 
fc. ±Jttt-7^^D7'l/-hU-^'-tT 610 nm ©ft 
ft£*£U EB JUajiSrilSgLfc. KUHBSitttt. 
ffi«S£**>fc9<9 EB&fflJI (jttg/8 tissue) 
Lfzm. Shamgf (fS¥ffiS¥) . Vehicle!? (MS (» 
) <OM£l00Ki:LTflU!. i<oiS*J:0. 

( i ) imixtzmmm&mmmmm^ 

[H30] 





ft 




EBJlfflS (%) 


Sban 


8 




0 ± 2 


Vehicle 


8 


1 
1 

i I. V. 


100 ± 16 




8 


0. 3mfi/kg ! i. v. 


59 ± 13 * 



[0078] 



(51) Int. CI. 7 mSUSB^- 

A6 1K 31/497 
// C 0 7 D 417/04 
417/14 

F^-A(##) 4C063 AA01 AA03 BB01 CC62 CC75 
CC92 DD04 DD11 DD12 DD23 
DD62 EE01 
4C086 AA01 AA02 BC17 BG6 BC82 
GA02 GA04 GA07 GA08 GA10 
MA01 MA04 NA14 ZA36 ZC21 



F I r-73-K (##) 

A 6 1 K 31/495 6 0 3 

C 0 7 D 417/04 
417/14 
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